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1 



[Misuse 



03 




(i) 



^^{iSfta^^tTV^TfcA^Ci-eT/P^^ [If^ll] Ya*^^T*0s Z a#**M^-CJ> 

-r#\ ri tR2 t \mm-hm.mwF?- 1 1 *> tratssw zmxm 1 e«ofl:^«. 

LTV^Tt J:Vv*a*aaBB*?BjRL ; R 3 <2. rai££ [ft*«12] N-((lR.2S)-l-(((3R)-6-^nn-3-((^ 

#LTVvttJ:^M^J££££(ira*a£#LTVY?: f-^T5y)^f-^]-3,4-^*t Fn-l(2H)-=*y »J-;P) 

t iV>S^^Sr^L ; R 4 (i. **J!i\ S&Sfc^fL #;W^lO-2-(llM y WTnKM-l- 

T Wt i> i v >Mbk*«3 £*ira«£ # LTVvc&J: ( (l-^ f-A'-llM y K -;i~2-^f ;W # jWC=. ;W-4-f^ 

^mmmmz^L tw tuim-t&%tmm?t ti> 'jy>^^^t$ f. N-((iR,2s)-i-[<(3R)-6-?nn 

(c^a**LTV^Tt<J:^S55r»^LTti:< ; Yfc 20 -3-((>-'^^T5y)^^)-3,4-^b Hd-1(2H)-^ 

itXYafcL PI-^^iS^oT. «f^*4fcl4±»0 J V-tU)J>/U#-M-2-(W-4 y |:^H;W7o 

rattk>L»0^-t-J^L ; ZiUtfZ ali. b^4-:7 x y^;y-l-b^y j/y#;l^Hf 5 ^ 

H-4fc{4»3r->T. akaSEH^ ^n^'yjgu^jtJiB (-)-N-(l-(((3R)-fr-^nn-3-((^f-/l,T$y)yf- 

WmZfiLX^XhX^mViMZ'F-t. ] T'3l3il&lt: >V]-3A-i?t b*n-l(2H)-^y»J-/W^/^-;W-2-(l 
L<{i^<?)Jg^it{i^cr,rnK5 >y^„ f y K-;l-3-^/WTnbVW-4-(4-b Kn^y7x 

[|f*«2] x#;\nyygB^*>). x' #*s§«ff y*y)-i-e^y^>;^tf*-9-$F\ n-kir,2S)-i- 

•C*4 §££JM 1 12«5?tffrim<. ([ (3R)-&-? DD-3-( (y^ f-AT S/)^ f-;W-3, 4-5/' 

[ft^3] Wt5£TfV#m-&tet3&:'>XCi- eT t Fo-l(2H)-dr/ »J^)^;P^;W-2-(lH-f y H- 

;^;k-C'S>*»^Ja 1 ICSSO-fb^,, f ;W 7n b7P]-4-(4-7/l^n:7 x y^-i-b" 

[11*84] R 3 *>'Ci-6T/^;UT'J>l»iS*aiie«c7) 30 'OJy'^WSK, 4-^>y>f ;t~N-((lR,2S)-l- 

fc&Vt. (t(3R)-6-^DD-3-((v r y^T$y)yf-;W-3,4-v 

[IS*«5] B»36«*«JR^-c*68l«ffl 1 tmeyitis b Fn-l(2H)-Jpy »J =.)V\*fVX-M-2-m-4 y Y- 

*• ;v-3-^^)Tobvw-i-e^7^'y^^^f-9-5 h\ £ 

[ff#ffl6] YfcJ;lXYaT-*$tl^±McOJI^l^ ^<i^tl^OJ6T*S^fllge«^b^. 

i>t^^-t-*\ -o- N -s-, -co-, -so im#mi3)mimum<7){b&Mi>L<iiz<r>%itt: 

-S02-. -NR5 (R5{i7K*^. m&mzuLx \t*<?>y'vV7vyzttLx%&mmmsm. 

Ci - 6 7/l^-;*^*:=./k SSISSrlrL-Ovc t> J: ^13tBJ8<Dffljm 

^Ci~ f 7;W*x;^;H fc kvmmtt LX\^ [|«*JS15] V7Yx^^y^-f94T2^\m^m. 

t t) j:^2fliwi 6#^K-(k7k*«*^«tfixs 1& 40 mm-hzmcmmmmmto. 

^L5®fr^z2mx'&msmimi<rtti&». mxmie] y^hx^^-y^mmmx-hmm 

[w»i y*<-ch 2 --cftsii^ 1 adM<w&m. mmiri v^vx^^-y^^ Ari^M^^m 

m&m ztfw$mmLxuxi>£\,ymmmx'h x-bzmmmmnmsm. 

risMio] mis 5t*lt v^t h iwmm#* x'&zm$mmsi<?>mm. 

V. wifyfc$tix^xi> 6 t;^;k rai [It*«i9] v^hx^f-yg^M^^j^i^tt 



(3) 

3 

*cSB*fcW;* Wn Yy v mimMZftiffZ Z b 

[0001] 
[0002] 

[t£#<08ffi] Wh^^f-XsoBtostatinXi, JfcH 
*;l^e>Hl$0Hf (soiatotropin release inhibiting 
factor ; SRIF) btX. 1973*fc&ai§#Ufc. V 20 

tfftiBSiVCfc'J, -etl^tlSSTRl. SSTR2. SSTR3, SST 
1^ J: WSSra5fc#£3iiTV*S #Mt*ltl 
~3#BS). yvhx*?-y(j£ttrtfc:*svve. g^co 

lyttlfihh. ZcotztbW Yz.91-y\i\ftft 

*Mr«HL vm^biza^x^m^mmi^ 30 
*trv»6CWi»» mm, 2«sd. vtfw 

frt'tf^ff^fts. y^bx^f-y-e-^&tf-x ifctt-e 
mm, v^Yx?^y%mwmmbLx>mL>Kx^ 

YV*94 H (octreotide) 
Wkb X.X'tMSixX^h* WV*91-y%MfcTy 

Y±tz\tr^-x y b Lx\i. murrm^ 40 



X-Y-Ar 

Ci^K ArJiS^S^LTV^Tti^^SS^; X 
ii*1-l>y. S. SO. SO2 ifcttiCO ; YJi±«<7) 
<S^#2&VX5cD.X'<.-^-; nm^nL5«i 50 
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ii) Ri fciyR2 li-ISt^o-CIWhrsSBIfK^i: 

iii) R 1 4fcttR2|iBaLhoflWW^fc|S^LT- 
(CH 2 )n -N=bbhlzWM&ZHlX^Xi>£\,^ 
t nl^M ; AaBlfflftg** LT V fc J; t ^# 

AfASIiitUS-NHCORi 1 (5£tK Ri l 

1 2 Ri i\±T)V*)Vm. y^nJWl, 

i^? DTyWm;H, T'J -A**fcliT>J-* 

£3TtS*£\ X&s. so, S0 2 £>WiC02:ip 

83) . 

2)3; 
[fc3] 



cert 



; ^ni.mm^m^tzMmm^Lx^x 

i i v^Ci - 6 TA^A**?? i)\ R 1 1 R 2 1 
Ji±M<7)K^l:l^vX6cox^--9--Sr^L ; 

• • • ^mfe-^r^ s b % , H-i fcjin 



*->T. C (IP) 

Ci-6T^;l-5:*-r) *^*iNS-. i^-r?,. 

C2r^L;Art2Kaa£:fi-LT^ 
"Cfc J: visual. SHjyt*^rLT^r«>J:^C3-9^ 

Mmmm&&. ^M^tza.^o7 < ymT^ 

M) . 

[0003] 

t#^ltS:i?l ] xyt-7'jyny- (Endocrinolog 



5 

y) » 136^. 3695-3697K, 1995^ 

HN$3W3K2] r-ivyX 4V 7r-730y^ 
t'fiyyX (Trends in Pharmacological Science 
s) . 87-94H. 18g. 1997^ 

[^rEttim 7^7 t^xy^ (Life Scienc 
e) . 57g. 1249-1265M, 1995^ 

m¥t$M2 ] ffl^TOO 01/25228^^7 U-v h 
[00 04] 

imWM&LX o &i?g] &titzV~?hx?^y 

mmiza^x. tm&t ix omuz&wrfi-tnts 
vmmmwmztix^z,* 

[00 05] 
Ht4] 




^smzm^wm. r 3 . ^^wmix^zkizm 




7% >\ufym^ t fdtmimm tx^xhi^rs. 

ySr^L ; R'fcitflm. m-itzlimZ-yX . *SJf 
=f-± iz iiS&MZH LX v >t{,iuCi-8 T/Mf A £5^ 

Lx^xitX^-smmmmzm&L ; nm. gsia$- 

T we h X <<^fc*«3l;* {ig#ia£^r LX v^Tfci 
^»gia£*L ; R 3 fcR* fc»il^^&0M7 i: 1 t> 
lzW&MttLX^Xi>£^m*B&LlXl>£< ; Yfc 

m=F$aKp^L&0X'<-y--£^l ; Zfc±t;Za|i, 

L<<±*<0£ COT. fl:-^ ( I ) fc 
kt>i>5] Sr^T^jfcU icTHt^J ( I ) *>'Wh 
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Mzm^ ^x*m\£%s& viz . 
[0006] ~r%bio. *mm, 

1 ) tt^fel ( I ) ttzte^cryru Y=7v7 \ 

2) X.tf^n<yyM"FX'b<0 . X' #**SHFT**fc 
£ft(I> ; 

hh\\£M ( I ) ; 

4 ) R 3 *>'Ci- eT^frX'hMkSVl ( I ) ; 
10 5 ) R 4 #**J^?T'*&fl;£% ( I ) ; 

6) Yt>J:yYaT'^$ixS±«^7-ai^V^L8cO 
X^-V—ilK -0- % -S-, -CO-. -S0-. -SO2 

-HBP- (R 5 i±**Ji[^ gSHHNfLTlvCfcJ: 

)v*)v-Aiv#-)v. mmi^Lx^xh i^ci - 8 

2Btf5Ci- 6^^jbKSa*^S»?iiSl^v^L5ffl 
*^^^2«a-C*)Sfl:-^J ( I ) ; 

7 ) Y#-C0-T'J>&ft£1$J ( I ) ; 
20 8) Yifi mt-X'hhtt&lto ( I ) ; 

9 ) Z*>-g«S5:* LTV^T t X imfmX'h&ltirfb 
(I) : 

10) smm^tx^x i>£\^mvimK **v. 

■CWCfciV^Gt- uT'J-W^y, gBSSSr^rLT^ 
Ti>J;^C7- i9T5;^;K i»Vt^)V. wyyfc 
ZtiX^Xh iVKi- eT)V*)V -tMstf-fK Any 
^ g 

30 gJ^a^LTV^Ti>J:^C6- hTU-^-xW- 
A. gtftaJ-^tT^Ttiv^Cv- iiTy)V^)V^i^ 

-A. gmaSr^TtT^Tt iV>C 6 - i4T'J-;U. g 
Si»^LT^Tt>J:if^#K«SSiS. g^S^^L 

JftSSr* LT V t> «k V>C7 - 1 9 T * 
{f^Li. l^v^LSffl^g^S^LT^TfeiV^V^ 
L10P^m^^ F ^#ftSSSa-CJ>l»mfiE9) 
-fto^ ; 

40 11 ) Y a m&*T'*> *) . Z a ^^M^t* S-ft^tt 
(I) ; 

12 ) N- [ (1R , 2S) -1- ( ( (3R) -6-? D D-3- ( ( 5» *f-)V7 5 
y)^f-;W-3,4-y'h r--n-l(2H)-^7 y 
;W-2-(lH-^f y H— /i>-3— f ;W7*nt;W-i-((i-^f-A 
-1R-- f y h -iv-i-A )V) i))VX-M-\- tf< 'J y'y^?;iv 

^-^5 h\ N-[(lR,2S)-l-f((3R)-6-i?PO-3-((^ 
f-ATS S)*1-M-3A-¥t Ko-l(2H)-4f J 'J -A) 
*A^-;U-)-2-(lH--f y r-'-;P-3-f )V)7U W-A-y 
x y^^-1-f^.y yy^;P^T5 F . (-)-N-fl- 
50 (( (3R)-6-^ nn-3-((W f^7 57)^ f-M -3, 4-x 



t h'n-i(2H)-^y v^)#nr&zM-2-{u-4 y b- 
f A) yrt bvw -4- (4- 1 h' n > / 7 x y -l- 

£"OJ y>*yP**df^S b\ (H(lR,2S)-l-(((3R)-6-? 
UD-3-K^f-;PTS y)* iW-3,4-i;t b'n-l(2H) 
-3f / 'J -40 #/P#x/H -2- (1H— f y b ~)V-*-4 iV) T 
o t7i/]-4-(4-7;kto 7 ly^yj-i-w y ;b 

#^-9-5 b\ 4-O rt /-f;m-[(lR,2S)-l-([(3R>-6-^ 
nn-3-[(y'yf-/kT$ 7)y ^W-3,4-^'h b'n-l(21I) 
y yx/b]#/b;j<x;b]-2-(llM y K— f 4)T 

&X't>Mk&to ( i ) ; 

13) ( I ) afctt-t<ornK7^£-**LT2: 

14) yvbx*f-y^(ra^WB?&S1i£i3) e 

15) vvhx?*yr794 72ttim8iBmmvi> 

16) VvK**f-y3^{M|*arc***ffll3) IB«cO 

17) V~?YX?*>V7*4T2%®ftimmX'$>Z>m 
IE16) E«!Offlj£!fe| ; 

is) mmzttmmmitmcrrf® ■ mmx-h&m 

S113) ^aoffl^ft ; 

19) vvhxf*yttwt&mwti$:*mttt*>(!> 

( I ) £;fcl±-£tf>7-n Vy ym&m ; 

20) WIUM*»t-fli-^i ( I ) ZtiltZcoTW^vT-co 

2D m%m&fdimjm£WfccrFf>m ■ immzmm.-? 

ZtzibOfc&fa ( I ) ttdtZVTnYy ym&m ; 
22) miMftoMk&fa ( I ) tMi*cr>7W7<y7cr> 

[0 0 0 7] HftsS ( I ) «K Xfeit/X' {i^-ifcfc 
TV vt *><£<- v7-$y£r^t-„ £<rT\ rMu^jgr^j 

tiTii. y>y*, mm. mm. 3vm%t'i) s mft>ti 

tfiffiU*. rgjgs^LTV^rti^TSyj izts 
Ci-67Vl/*;K *;PSyk /Nnyy-fb$ixTV->Ti«): 

Tki^Ci-eT/bdr/ki t LX\±. MMi. 1&UL5 
fflt ft£ L<iiVj;^lMwwy>m?ffl. 7-y 

m. mm. nm. B^m^ti^ix^x^x^c 

i-eTtWHm, yf-^K x*>k Tntyk 4V7* 
u£7k 7-f/k 'fyy^/k sec-7f-/k tert-7* 
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klxii. ?DD^f/K v'y;M-oyf-;k 
M)yopyf-7K K)7;^o^f;Kxf;K 2- 
7*n^x-7Vk 2,2,2— b V 7;^oxf;p, ^y^7 
;^nif;K TntVk 3,3,3- b y 7WD7ne 

/k ^yrphVK 7*f-;k 4,4,4- by 7;k*n7> 

4. -fyy^K sec-7"f-;k tert-T^k ^yf 

;k -fy^y^k ^M^vfvk 5,5,5- by 7;^ 
n^yf-jk M^k 6,6,6- by y)V^vi^iy)V 
10 ^t>W^ixS„ 

[0 00 8] ry^^'y^^TV^Tt.tV'.Ci-er^ 

2L<mftv^3ffl^o^fr^(#L 7y* s J£ 

m*, 3'7*Srt)*^rLTV»'CtJ:if>Ci-6rA' 
^-^kf^KW, T-fef-/k :m/ty>f/k 7*? 
y-f/k ^y^y^/k ^-ty^^fcO^rt'^'Wf 
LT»i. fiditf. T-bf-;K t7?n 
or-bf-;k b y 7;P5foT-fef-;k by^onr-bf- 
/k 7*o>\v>f;k y^y-f;k ^y^y-f;p, 
20 y^/b&fc'AWW-lS. rci- 6 T;b3dry-y>;^K 

^;b^-;k 7TOJjf^-x^;k-K-;k tert-7b^y* 

«jrv^Ci- 6 r;b^;bx/b*^j fcLT«. 1 

7-y^ Jg^. mm. 3>7*^i:)S-*LTV>Tt>J:v^ 
Ci- 6 T;^;bx;b*r.;b({?|, y^;px;W^;b. x 
f-;bx;l^-/k Tntf;wx;b^^;p, ^fV7nt;w 
;b*x;p, 7f-;bX;b*x;P, sec-7i-)VX)VTb— 

y^X/b*x;k bU7;b^oy-f;bx;P*^b N x 
^•jvxju^i-fK 7*ne;b7,/i/*x;b s -fyroe/PT. 

;b*x;k 71-)VX)V*-)V. 4,4,4- b »J 7/^07' 
-^t'^f^iiS. ( 1 ) tk Xfciixx' 

40 xagaasc^T*^ x' 

[0009] ( I ) RitJiWC^SitS 

rci-sT^bj fcl/cii, ^^-;k x^- 

;k 7nt;K >f yrahVk 7"^-/k 'fyy^k se 
c-7*f-;k tert-7*f~;b, ^yf-;b, ^>-;b^t>' 
¥*?t>ii&* ^T'tyf-;b, x^-;k rotf/b^rtV/ 

LTWCi> i^Ci - 6 T)V*)Vs lzim& rgjgSj 
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Mm. 3*>m&z). ci-3TA^u>^^m. y m. 7>y», mm. Mm. B^m^ti^tx^xh 

;k ^vy>ltZtiZ^Ti>£\^Ci-6TM*is. >\ til. MfcMtLXtt. 0Utf x *h*A ^'7^d 

mryfcZtLX^XhXUCi-eT/^A^-*. b h'O y A h 'J7^Q^ hdf-^. Xf^fy. 2,2.2- 

*A 7$y, *y-Ci-6T^;l-T5y{R HJ7;^axhdfy, 7n^y, -fVTntf^ 

/i//-$y. x^-/W7$y, yotvkrsy. -fyratr 7i-*>\ 4,4,4- hy7jk*n7>*A -fV7>* 

^TSy. 5^7**75 A xf;Mf;i,7Sy4 10 [00 1 1 ] MB rAoyjHfcSJvOvCi i^Ci - 6 

fc'L *;l^7k #A4f*$/ x #/lv*t4;k f-^"^ T^I^-^-j fcl/Ot, ft;tl;k l&^L5ffl. #4L 

A*^-f;K yyit^ fix h x^ci- ertu^/v <m^L3mco^ayy^m. y^m. mm. m 

Ci-«7A"W<-;M^*e4jM«L ^^A'**-v*E-f :t(#L yf-/l^-A X^-/l^jj\ 7nt;W> -fy 

/P. Xfvl^/V/^ /V&ifh ^'-Ci-sT^^- Tnt;H-^. 7f-/l^A sec-y^-;H->J\ tert- 

>{k2tlX\^Xi>£\^Ci- sT)V*t)VX)V*r-.)V^ ?jvl> nyf-zl^A X.^)V^. yntVl^A -fyyot* 

^-*^t5b\ Ci-6T;^3^fv--^**^$ 20 ^. ^yfm, ^yWirt'iPlff>iii. i 

K(«L y h^^WS k x^s^A^-fr IB r;\n7AL£ivOv<:k i^Ci- sTA^/U-^ 

5h\ Tn^y^JftSK, yh^^^sK^ #x/k . rci - 6 7/1^3- s'-tf/ktfx/k x r^n 

Ci sT)V*)V-i))Vi£-fr**i<(m. 7-fe h*A y j fcts»?6 rg&gj fc LT**itfh«SU;t>«0# 

rny-sy-Oi^i^t'L Ci- 6 7^3^y-^^' *tf&*i.£. h5IB r;\o7Wfc£iVOvr iuci- 6 

x/kj-* Afll y h^S^A-sK-yM^A x^y 7/>#/W~;{r;l<-**3f7$ H j t LXI&. m*-tf. 13:^ 

tfA^AM-^rAflK y^l^/V^'tAM^A 30 i-s7rt^/P-#^!tMMr$MR 7-fch75F, 7 

xfy^/WN't-f /P^-df v-^r if), A-Ci - s7^/P OA'/TS k 7? >-7S F=5rt')^t**>W^tL2.. 

-#AA^ ;)^r* AflL V*^)Vt)fo)^4A,tt mtmt LTti. Witf 7-fc h75 k h 'J 7;^o7 

K ^'x^-^;^^-f;^df>-^t'), g&gfc^rL -bb75 H, Ta^yrs. F> 7yy75 K=5rt**W 

V^LlOl^^#KS*S«^t>W^S. S«l* [ 0 0 1 2 ] «K rg&^rfOvt *> J: v^SR 

£7)S{x. «iBri*V^3HT-*S. m»//2f!^Xh (ct>(t^ r^SftSj fcLT{±. Miff. mkKJr 

1 0 0 1 0 ] mM rnnyyft&tiXWC i><k^C3- e -tJi6M^#KS^^S^W^>ni. . r 5 ^ £j±6fi^ 

y?P7;Wj tLTJx. Wi.^ 1*HL5H. #l£ 40 i fc LT«i. «i{f. DaU^f EW-fcg* 

t<(il=5rV^3lH^Noy>Jg^(fia|, y y *. m^. KISM^itXIgm^^^m^^xom^ 

3'>S : 5:i:)^*L-CV^TtJ:V^C3-6>'yny $■ l^v^L4ffl (#4 L<lil=5rUL3ffl) *t»54fc 

iWf7K«> yyayoh'/k ^yay^/k y?o^ «6H^*KIS*^*t'*W^»iiS. *f*c6t)fcji. 

y^-;k ^ynA^^;£t')&fc>'f;»ftftl>. ftfr f-x~/k 7'J;k to'j;k 4 STVU/k t^VJ 

WtLTH. ^ynynbVk vya7f-;k f-T/Uyk ■YVf-TVyA-, ^^/'J^k -fV 

yf-^. y?n^y;K 4,4-y?nny^DMy ^^7y;k byy*;W. tryy'^;k t*ys^*x;k 

;k 2,2,3,3— fh^7;^ny^n^.y^-;i/ % 4-yn fjyy-;k l^j-jJ-^-^y'yyy/k 1,3,4-^ 

ny?n^y;^}:A»'f|f^fi|,„ mi ^'77y;k l,2,4-^7v*7yy;k 1,3,4-^7^' 

$fLtv^Tt t J:^Ci-67^3^-^j ttT(i. 77'J;k 75^k fhJYV/Wt'tfmfktl 

a. i^v>U5ffl. »4L<m^v^L3fls^NoyyM : ? 50 s„ 
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[0013] rsmas&sfejt \ a. «f* t < \ty x~ 77 y. -frv-zk 4 v^ry-/k **?y-;k 

;W ; 2-t.fzli3 ^-)V ; 2-4 1t\&-7 V)V ; 2~, 1,2,4 -ttWT*f~)V. \,3A-ttWTY-)v\ 

3-4fc«4-ey i^P ; 2-,4-^7t{i5-f-TVl);P ; 1,2.4— f-TS/TV-ZK 1.3,4-f-r^TV— ^ 7 

2- ,4-4fe{±5-^-9-VJ^;3-^it{i4-t7V'J yy. 4y*yyy. 4 yh'-/k ^m7i>, 

; 2-b°5v-/l' ; 2-, 4-£fzii5-tV $. ; J~)l- ; 'OXfr^-pV-zK <yV+TY-)V&£V<>yV7 

l-.2-±fctt3-fcoy>V; l-,2-4fc«4->f S^V 5^^»tr#L424fcl43»^HH8*»fe*43r«Wll 
'J/P ; 3-4fctt4-tU^'^ ; 3-4 Vfr/'J rga^s«B3l j LT 

;l/ ; 3 4 y^^VUzW ; 1,2,4-^-9-^rV-^- tt. 2-,3-±fcll4-t7x-y» : 3-(l— *-7**> 
5-4/1- ; ^-3-4^53rirC& l,2,4-^^>-'ry-^-5-4^ ; 3-(2-^7f- 

S. rJi^g&^j t LTli. ^KJ&A-^S^^ 10 i,2,4-^^'ry-;P-5-4^ ; 3-(2-^y 

fcsKlfc**£. «^Sb©r«B6jiaaS«Sri:'*Wfe V7y=.)V)-\,2A-it^JTV-)V-^)V ; 3- 

^ tmfe^m^m&mummi t ltwl 01 7x-^ -l^^-^^xry-^-s-^ a> 3-(2 

mm%^iunm£%m3X.Wzii3m$m -<yx**+rv y >w - 1 . 2. 4-^^ y-zi—5 

#^-fbk*S(t«l. -f7fvk 4y-rx/k 7/M-w 4/U ; 3 (3-4 yb*y/^)-l,2,4-:t^^Ty- 
-/k T>-h7-fe-;l-^t')^t>W^&. IS rm ^_ 5 _^ ; p . 3 - (2-4 >-H»J;W-l.2,4 -^^'r 
^Si^ftijES^^j fc LT(±. mfcf. y-;l/- 5-4;l- ; 4-7i^W-r/-ZV- 2-4/P ; 4 
JattfcSSMFf . IWK^fc itfi^M^&jWflli - y-)V)i-T^-)V-2-^)V ; 4- 7 x 
^Tn^$-l^v^L4mtj95rV^U4H (*F4L< -fV-\3-ttW->V-5-4 )V ; 5-7x^-4 

«94>t<iios ) <m&2m£(]fr£ v< i&&^um v^ry-^-4-4^ ; 5-7i=*^ry->v-2 

5t. 8 t£*F4 L<J424felim<)3rSiaaSBKr 20 -4^ ; 4-(2-fx^i)7x-;V ; 4-G-*x=j» 

t'&mvt>ti&. m rite%mm&mmm&i t l y*->v ■. 3-0 ty^)7x^ ; 4-0 -ey 

TfcL m^i^yyy^-iv, </W7i;;K * ;W7x-;p ; 6-7xz;k-3-ty^k ; 5~7x-;i' 

yX4 $yyy;K OXtWJ;!/, / O rt /f7V -l,3,4-^-4r^> ? Ty-^-2-4;l- ; 4-(2— *"7f- 

y/K <yx4y?-ryy/k t7K2,3-bjfx- ;W7x^ ; 4-(2-^yy75-;W7x-^; 4,4" 

/k 4v^yy-;K *yy-/k 4yh*y/k *y=* -f^7x-;^tw^fii.. 

■^y-;k 7ityh'Jy_;K 7x7f7y-/K 7 [0015] Mi rg&gfc^rfOvCfc J:»5frtiU 

x/df-9-^K 7?7^-/k ^-7f-y^;K ^ OM^^SgtS^^j r^v^UOS^KT 

yy-;K ^yyy^b; #/w*/y/k e-iitwv ^wmm&i ttx\i. mta&mm&mtmmm 

-/k T7W-)V, 7xty-;K 7?;HSK^t' ^ §WlI^*atflmre*fc^ii4l£v>U»>> 
Wmfhtih. rm&Zmimiii.lfttLKlil-l- 30 ^TDM^2r^5^v^LlOH^^#fta*^^i:' 

7^ ; ; 2-,3-,4-,5-4fc«8-*7 jWW&h.*. imttl*M&&3&>BmWlb IX 

>J/k l-,3-,4-.5-.6-,7-4^<i8-4V^yy te. l-,2-*fcU3-Kny ; l-,2-,4-4fc 

/P; l-,2-.3-,4- ,5- ) 6-*^Ji7-4>'h*y;W; 1 IJ5-4 $*Vy 5*=* : 2-4fc«4-4 S^/'J- 

-,2-.4-4fcl45-4 V-fyFUA'; l-,5-4ii6- /k 2 ,3-4fc*24-t7yy i?-)V ; tf^ij^*-^; 

7^7 ; 2- , 3- 4 £{i5-=* 7 ^ 'J ; 2- , 2- - , 3 - it £124 - h"^ y i/rL/P ; 1- 4 fcli2- ^ 

3- ,4-, [ S-4£{i6-'syyf-x-;l- ; 2-,3-,4-,5 -)V ; *;k*»J 7 ; f-^A^y JtcZimVf^h. 
-ttzm-KyV7y~)V;2-A-,5-±tz\ii,~^ [00 16] liftS r ffi^S2rtfLTV^TtJ:V^#^ 
WhT/VAr : l-.2-,4-,5-4Jt»i6-<yX4 5 *j fcitf i ^SSrWLTV^TtiV^V^UOficT) 

[0 0 14] r|g^^#ft«J *i. 2fflm:(lfi L< 40 tf**V, An^y^(0l, 7>y*. ft*. 3 

(i24«23lB)0^#^'#^T'iI^LTV^T, S$r ^^i:). Ci- sr;l^l^>^^^(M x ^fl/yy 

Ltfis ^*IS6^v^t 1 4 -/M-df-i^-Ci- 6 T;Nf;K« % 7x^^f;^ 

7-7^1-^^}:) fcllif5^^LlOM(4T4L< /MR ^f^7x^xf-;l5rt') > ^o^yjt^fL 

Ji547t{i6fi)3r#«tSS®3!ptS{i'ilS24/v:Ji3ffl(* TV^Tt> J^Cj- s y^n7/K;K ^S^*LTV^ 

4 L<mm)xm&ztih^m^wtc¥tfmft>ix xt> ist^/^/k /\nyy-fk$^T^Ti> j 
y. 7-7^iyy, ty^'y, tys^'y. f-#7xy, 50 r/^/i^^r. hKn^ sms^LxurfeJ:^ 



1 3 

Ce-wT'J-A^K flH*S£#l/OYrtJ:V>C 

*y. ^yrntvprsy, 7^7$ y&trh >?-c 

i-e7;W7Sy(M> y^f^TSy, ^x-f-;l/7 
$y s ^'7*nt;kT5y, i/7+)VT$.J^ xf-;Mf- 

dr^t'AW^^S. r^ # ^ Sj tjiyr r 5 ^^tl 

m,m-x'h->x i>m%~>x wc i> x w 

[0017] iiT\ r^n*ry{tZtiX^Xi>£W 

x^xhx^riyj <,z#m> r sa£j tLxm^L 
tzi>(r)tfmft>tih . ^\uyy\t^tix\^x i x \* 

i-eT/Mr/MM-j t LTli. IP-C^SilS 
HLX^XhXMi - sT/l^l \ rseSj 

Xi>XUCi- isTyJV^fri fcfctfS rC7-i9T7/P 

fclym. BUfcf. ^yy;K 7i*f;k ^'7 
s-;Mf;k b'J7x-A-yf-;k i-t7f;Mf 
/k 2— ?-:7f-;py^k 2,2-^*7x-;wx^-;k 3- 

[00 1 8] (use tWSi&ttLX^XhXWs- uT 
Xit. Mlli. 7x-;i^f3->\ l— t7f-;k*^K 2 

7x*f-;M- d r;/. S/'7x-;^-f;^df^, 
3~7x-^TubVI^>f>\ 4-7i-^7f 

/V:*3r K 5- 7i^;KyfW4f ^3: Zifimf t>ti 

ma ^wami^tx^xh xw^umim 

mi t txit. mnimm^Miz&m^. vi&m 
f-a x xmrnm^fr t>m\m & i& ^ uib^t dm? 

mm&mmmviimzm ix\x. 1-2-4*123 

-tn'Jy-;P ; l-,2-A-ttzl±5-<i SrV'J 

; 2-£fzli4-J $.yVV-)V ; 2-,3-4*»i4-t 
9VU ; tr^'JyaA. ; 2-,3-*>t«4-e^>j 
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'J y * Zifimf hiXh . 

[0019] ztit> rmmzuLx^x^xwci- 19 

T*7)V*>Vl rWmm*1iLX^Xl>XUCe~uTV 
/Wfjkt^j . i"WIBS£$riytVvcfcJ:v«$rv*l,7 

*frfc*h ci-»T;Wfi^y^sWf^(«, yf-p>^ 
io y>fcztix^xi>x^ci- 6 T)^)K wy>itz 

T^T i> lUCi - 67*71-33-^ ^NQ^>"fb§tLTV^T 

-ci- s r^/wr 5 y(#L y^rsy. 

Sy, Tnt/UTSy. -fVTntf;l/T$y, 

s y & f ) . s^- c i - 6 T)V*)\,t $ y (flu yy f-;i-r 

$y. >/'if^757, ^Tohr;WTSy. W+tVT 
*y, x^/pyf-^7$y&fc*L 

20 TV^TtiV^i-eT/l'^-^^jfC-;!/. Ci-er/l- 
n^-#;M?-/k ty-Ci-errt^f^-*^^ 

t'). >''-Ci-6r^;P->{r/i'^ i E-f >-'y^p 
^*xf-;^;^^qE>f/l-. xf-yl-^f-;^ 
/W^>f ;W^r t* ) x ^Nn^y-ftSti-TV^T t i i - 6 

7. ^Nny-'y-ft,$^TV^T*jJ:^Ci- 6 T^7l—^;U 

h\ Ci - 6T;Pa^>—^;l/^-9-S 
y h^;^M«MJ-$ ih^y^mtS h\ 7" 

f) . c i - b T)V*)VX)v$. -)vr s y y ^-/px/p 
*^rsy. xf-^x^Th^rsy^t*). ci- 6 

^^(W. ^l^fy^^my. xhdf^;l-;K 
-;^^f>- x rn^y^M-H^fy. 7h^f^ 
y^tr^^-^-^t') .ty-Ci- 6 T;i-^f7i~^;MN' 

togcJi. 0!!t«fl^v^L3ffl-C-*)S. »*3Bfc&<2HJ«li: 
[0020] ry\pyi/-fti$^-cv>Tt> c tV'>C 

„ ryNpyy^^^v-iTtiV^Ci-sT;!-^!- 
50 X^*^tLT{i, XT'^^tL?. twmtthx^ 
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[ o o 2 1 ] luis rrs/;kj t i/m. flu.tr. * : - 

C0-R<\ -CO-OR^ -C0-NR6R7 V -CS-NR6R\ -SO2 10 
-R6^ v -S0-R6* v -SCh-NR^R? (j^. R 6 te(i) 

Ji(i) ffiftS^LT^Ttct^^Mc^. 4fctt(i 
i) a^^LTV^TfcJ:v\^SSBE;R7l±**H^ 

K^k k t £H»*** t T ^X i> i: v ^MS«3tBli£ 

5. 

[0O22]R 6 ££teR 6 *T**£ft& ^S^U 20 
vvtfc iV*jJMtt*£j fci5«t£ 'Ittilj fc LX 
12. 0Ui£. T)V*k)V^ T)VY-)V^ tvi^~;k 

a) Q-6T;Wf;K«i.tf. ;*^K x^;k rnt° 
;K tert-7fvk **y^k M^A-ftif) ; 

b) C2- 6 r;^^KWitf. t-/k >fvr 

n^:i;k 2-7 r x-;k*k) ; 30 

c) d-6T;l^^K«ttf. x^~;k Tn^K 
;k 2-^-;^t*) ; 

d) ^y-fe>B3kii^LT^Tt>J:^C3-6^nr^ 

y?-;k S^n-M^JK ytKo^yf^fc'); 

e) CB-i*ry-/K«itfs 7x^/k l-^-:7?-/K 2 

2-^fyf^/k 2-ry^ l J^t'). » 

f) c 7 -i9T5;i^MWitf. *y>?>K 7x*f;k 
y7x«;Mf;k MJ 7 x fvk \-1-?+)V 40 
;*f~/k 2-^y^y 2,2-y7x-;l^xf;k 
3-7i^7nt;k 4-7x^yf;k 5-7x^ 
A^y if) . 4 L < li^y 

[0023] mtmi^tx^xh^mtfcmMi 

fctsltS rsm^j tLXte. «itf N ;\n^yjg[^ 

\s>i?**i/M. t+Vyitttis^ x^i/y^^r 
^fc'). ^hn, y77, ^nyyffcSfiTVvcfcJ: 
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^l/T$y(#L yf-;k7$ A xf;l/TS7, Tut 

/i^7$a -fyrne^rsy. y^rs yaw. 

e 7/1^*7 sy(flk i?*+*vT$j* 
ykr^y. yrptv^rsy. y/wsy, x^ 

IV^Ci- 6 7;l^/P-#/W?K~/k Ci- 6 7A-rJ*y-# 
C6-i47U-;k-;*A/#-/P (#L ^VVW 
;K l-t7h>f/k 2-^:7 Mn^tif) . Wifmtt 
LX\^Xi>J:^Wm#)VX~>\s. Cs-i4TV-)l>** 
(ffiL 7x-;^^y*W^k 1- 

(flk <yy/my*M-yk 7i*f^y* 
;Wfc^/k ^y x^;M ?7M-* hUy 
x - ;M ?-;k*3f /l/dfc^k 1 — ^ 7 f-n^ f*/M~ 
*So!^sK^/k 2-t7f;^W^y*M^ 
7k 2,2~y'7x- Jlotfvkt^S'^tf^k 3-7x 

^^Xr/ksK^/K 5-7x^;Kyf;my*W- 

^;^;^^>f;K xf»;^;w^-f ;l/*if). =/-C 

;k yxf;^;w^^k xf;Mf;W;W^>(^ 

*;w^>f ;k ^vyyftZtiX^XhXWi- *T)V 

V^Ti>J:V^Ci-6T;^/l/-^^^$ h\ C 6 - u7 
(«f. 7x-;W;kt^tS 

Y («. ^ h^S/*;l/7K^5 K> xh 

=^^;^^S H*if) . Ci- bT^^/W*^ 

i-67^*y-*/V#^^y(«, ^h^ri/*^ 
^x;^y, xh^y^W^j^y, 7n«y 

s/*if)s c6-ury^-^;w^;p>r^^ («. 
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-a^yjtUttisKk') , Cb- hT'J-**^ j <0-JBWSf«i: LTtt, yx^;K 7 0>K b"n 

S. M&*<o8ttt, Wittl=SrUL5ffl. #£L<ttlft **ir/y;k 4y:T4MrV'JJK t'Ji^ 

^L3fflT&£. H*£JfcP2mU:ott&« #S&»i ;k t?^, by S^-zK byy$^;K 1,2,4 

PI-'t'iboTtM^oT^TtiV^ -*WT/'J*. 1,2,4 

[0 0 24] ^ut. rnoyy^itTV^TilV^C -WT/'J*', l,3,4-^7*vTV"»J;K 

i-6T^3^fvj „ rMoyy^fiTv^Ttiv^C /k Ky/f^?!-^. ^/7 7-;K ^>X>f 5 
i - 6 7)V*frtt j „ iy mj y y-fk^ixt wet, iv^c 10 yy y ;k 'OXt^-r/ 'J /k *y*f+Tf f /k < 

l-eT/Mr^-^slf^S Hj t ^T'^Six yX>f yyry-;k t7h(2,3-b)f^7x^K 7 

h rn&m£liLX^Xi>£^Ci- eTfl-^/l/i iz&tf x/^tf^f-^, 4>y*y/k JVJyYVtK 1H- 

r, NO ;?->tt3ftTVvt&J;VM;i- sT/V^-A >J— /k *yyx/k y?yv— ;k yyyjS^xjk 

yp^-^j K rci- sT)V^*i/-$)VX-)V \ . ^fy^ryy— ;k *yyy- /k ^yy'J-zK 

fcLTtt. XTSSii* ra^g.^L.TV^TiiV^T »J^-;K 7xtyy7x/f7y-yK 7x;^ffy' 

5 y j (ciift* ra^^j t LT^-tL-etL^L^iO -/k 7*/kf 5 K&fc'AW£>:fiS. 

rffiftSS-flLTUTfeiv^^UH [0026] i immmm& i fc tXit. Witt. 

^ersiaeaiaj fci/c«. Kria r s&g£*LT 20 i^jfym*M;:M*j@cy. ^jsysitraasjie^ 

wcfc.fcn3fSK£j KfcfT* rajft^j tLTW^L gtttl&l&^UfflO^ynJfy^tM&^LMg 

tt. Witt. -3f-y-4*;K -^V— ^f-y>f;K 2~r tt. T^i^k fh7tKnf^7x-;K fb7 

y^f/k 3-yy^/k 2-ytH/k 3-7d^k tKn77- 7k bny~ zk bnys^K 4 S^V 

b^y >V;{uktf— ;k to>jy yx/k $yyy ^-;k ^^tyijz/K jj-^y* 

y-i--ifrti>]s$-}K ^yK'j;^M-;^t>' y>--;k eyyy^/k by/yyx>k yyyyx 

*>f/k (cist?*. r^S^^W^-Ol-j fcLTWk W bKn-fyyryj/k y h5b Ko^^yy;K x 

itt. *^*yy#;w*e~;k b^y vjiitw^tA 30 h7ti'n^ y**-y/y;k b^y^'-;K 

/k 2-try>?/kfr/W*e4;k 3-ty vrtojMkK^ ~/k yh5bFoby^;K y'tKotyy-;k 

4-try> : ;^;W^>f;K 2-yx-^^y\'^-f yh^b Knt»J*y-;K rh5b Kntyyy- 

s^^v-vt-f/Pj r s^^j tLTtt. ffifi y;w. ^'b Ko^yx*^i?-yy;K ybb'o^yyy 

r ^££#LTVvttJ:^C7-i975/Mr/Pj tfcJt 7V»J;K ^b Ko^yX^f yyry»J;K y't h'nt 

S rg^^j bLXt&RLtzi>c')iJ : m^t>ti&. SJftS 7M2,3-b)f^7x-;k y hyb KtM y^f-y y^ 

tf«j±. witti=5rv^t3fflT'*.s„ m&mt&2mj± ;k ybybFn^yy^K >f yb*yx;K -f y-f >- 

co^-. ^amSttR-t-ioTfc^^T^TtJ; 40 Ky~;k yhybb'o^ydf-^y^/K yhybHn 

^. 7xtyb l Jy-;k MftKn7xyf7y-;k 

[0 0 2 5] R6^^<iR 6a T**$itl. r^S^LT ^fhKP7iAt^=*. f>7tKP7^y>' 
V^Tt ivvjg^Sj tz&VZ, r^^j fcLTtt, yh5b Fnt7f!Jy-;k ybybFo^-y 

Witt^*MytWKcg*My. KH[Myfci:t/K*Jg yy~;W. yhybFn^yyyx;K yb^bFn^ 

y*^SttiiSl : 5rV>Uffl^ynEy|:-g-tf4^rV^Ll ;WAyy/K y h5b Kn-/3-^;l/*'y^;K yh5 

4«tf0*^. 2^4^tt3S^S*^*. #2 L<li(i) b Knyy »J i?=.)V. rhyb KP7xfy-;k r h 

TtS^S^w^. (ii)^#KS^ai/s{i(iii)7^ yb Kny^-tfyr-^K ^y ?b Hd-< y^y yx 

v^tiosas^^^t'^w^ns. zzx\ ^ )v%t*<7)®&zm5>Q(mi<ii2±fr\z3mj!i)iffi£ 

gttmmmi t txa, Witt, mm^im^mm mmrn&&mfe>tih. nz^twrnmsmm 
wf. mMTtsxvmsFFfr^Mttti&m^um 50 ms oumtcmtLx^ **yy>>x;k 7-ryb 
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y? D [2.2. \\^9-)VK)i1fmf t>KZ> . 

[0027] rmmmm j a. t < .4. nanma 

&v*U^^xnlS^£^trt&uUOH«#S^irt: 

U2mmmm£x'&z>. m rwmmmvx^xM 

3\ *H^±H-Y*oTk#SroTvvt*>J:v*. R 7 10 
T'*3:ia& rci-.ryMf/l/j iLT(4. «i(X. ^f- 
/y xf-;K Tob;y -fyrohVK y-f'K 4 
^-;K sec-7*T>y tert-7*f7K ^yfTk ^y 

[0028] R 6 k R 7 k 1 1 i> fcjgjfc 

-rs rmmmznix^xi, x^mmmmmi tfett 

t>XT/tmm=Ffr t>Mliti& l&v > Vmco^raJKIrZ 
S fefc-^/CTWC i> 4^3&V^UJl^g*«*^W 
£>fU>. Hftflli: LT»4. ryyy'y. TH+VV* t 
wjy, ftwjy, f<yy'y. b^yy. 

*y ^thKntiJSy'y 1.4-J>T4£rC>\ * 
J:^^0^WratKT$^(fl, 1,2,5,6-Th 7b 

'jy. tMJyy. b^y'y. bo ys;y 

$*lTV^Tt> 4v>Ci- tTW, 'NnyyffcatiTV 

t i> 4. i - e r;w=¥A'-;$rt'#-/y ^a^* yffc$ft 

TVYCfcJ^Ce- uTU-;K S&aSrlrLTVvCi 
J;V>C 7 - i9T7/Mf;K gi&&£#LTVvti,4^C 

v^v^Liop^#K«*ss=srk**wtii4. am 
s<osw4. mmvb^Lmx'hh. wmmLmm&. 
t<ms. &w&mim-xt>~>xi>mz~>x^xi>j: 

[0029] KilS r,Nn^*yft£iiTVvri>J:^Ci-6 
T)V*)Vi . r^ny-'y-fk^iiTV^Tti^Ci-eT^ 

Jftg£3rLyOvct4v%7$yj KfcttS rffiftSj fc 

y-/Wj kLTJi. 0U<4\ 7i-/k l-t7f^ 2 

-t7fA-> yr-;k 2-ry^'J^fc**W 
wis. ^*>T-i>. 7x^;^if*w^tv\ mmm 
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5 rc 6 -i4T'J-^-^#-^j fctT.4, fi^Jji 
J4\ <yV>f/k l-T7M;k 2-T7M/Kci;# 

[0030] ra^^tTV^TtiV^^LlOH 

m^ t LT{4. 0U.i\ SaSR-^fiW-tSJK-T. 

jg^feii/gf*is : f*^s^i.ia^{42a. #^l< 

14. l&^Uffic^xnM^£^tf5&UU0HcO#JS 
i«^^J±2^^ : #ttS*SS*W ; >^„ *#c^lt 
LT(±. 2-&tz\&-^-)V ; 2-,3-ifc{44-bU 
y> ; 2-£7*d43-7 ; 2-, 4- fc[15— rTV'J 
; 2-.4-afcli5-**irV'UA' ; l-,3-iJtf±4- 
b^yu;u ; 2-b^y-;i' ; 2-,4-^^i5-bl) s 
)V ; 1 - , 2- £ Jt 143- bn >J ; 1 - , 2- * it 144- 
^ SrVJ;W ; 3-4/£{44-b'J^y'-;l, ; 3-^f 
TYV/V ; 3-4 y^-9-y>J;P ; 1.2.4-*^9-5^rV 

—^—5 — f ^ ; i,2,4-jr^y*ry- ^-3-^ f )v ■, i 

-,3-,4-,5-ittt8-^fy>J;P; l-,3-,4-,5-,6 
-.7-^^148-4 y^yU;k; l-,2-,3-,4-, 5-, 6 
-*«47-4 y py* ; l-,2-,4-^^{45-4 V4 
y K V)U ; I- , 5-^ {46- 7^5 y*-;P ; 2-. 3- 1 ti 
«45-4f7^y-^ ; 2-.3-,4-,5-*fc{46-^y 

/77-;i^ ; 2-,4-,5-^^(46-<yyf-ryu^ ; 
1 , 2 ,4- , 5- & ^(46-^yx-f s yy y 
tf (WIS rsm^^"LTV^Tt>4V^C 6 - n7 

, rm&mZHLX^XhX^Ce-uTV- 
iv-mivx-ivi t>4ry rg^^^tTv^Tfciv^ 

(4, Mi^mim^LX^XhX^d-isTy)^ 

)Vi [zant rwmm j t LT^t^ico*>w^ 

36*2H£Lh«*^. #Sfli*t4N— CSb-5T«»-5«roT 

[0031 ] m rry^j {4. Ht£L<li. *;l-S;K 
^;^'^fy. ^^A^^f/K ^oyy-fb^nTv^-ctJ: 

40 i-6 r;P3^f y-*;w?K-;KM. ^ h ^y*;p*'- 

x|-Jfy^M-;K 7"n#^y*;^r:^, tert 
-yh^y*^-;^t'). ^ffiSr^LTV^TtJ: 
^c«-i4Tl»-;k-^;^-^ (R <yy>f;K l- 
T7h>f;K 2-t7M;l/il:') . SJ«SS:*LTV^ 

7- isT : 7A>*)Vtti/-i!jA'i£-)V (m. 

*H/ii)V-K~)V. 7i^f;my*M-;^J:') . 
50 (n, -af-y-f/y ^y-n^y^y l-^JA 
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y^k^A^-Oi^ifh ^SSr^LTV^Ttiv^C x^;l/X;P*^7Sy&i:0£ifT&S. ZZX\ 



>f;K l-1-7^)l>tj)V>^4)V. 2—)~7-+)Vlj)lrt Hj Kiiftl. r SBSSj t LTJi. flute r S8l»Sr 

2-^JL-)V#>W^)l<. 3-=f-3U-)Vl})V^4)\> X'foiXhmZ^X^Xh J:v\, 

3: if) . ^n^y-ft$ti-cv>Ti>J;uCi- sT^/W [0 034] boIB rr^M-^j fc LTtt. Rifcf. 

;l-*^ y^/Wx;P*x/M5:fc') . ®&££:£L A5IB rr^j l^CS&^Jut:** S/*W4fu if 

TV^TtiV^Cs- h7'J-/WW-;1/ s X^rt^f £L<tf. 5t : -0-CORi". -0-COOR 1 ^ -0- C0NHR 

Ci- 6 T;^;l— *;l-^-;k Ci- sTVl^ i/-l))VX ^VttistcZtfmf %tih . 1£ rr>7M-3f i^j (i. 

x/k SMS5:*LTV^tJ;^C6 i4rU-;W-^ »^L<li. Ci- 6 7;M^-#^*-;|^MR 7 
#x>k Sm^$r*LTV>Tt><J:^C6- uTV-/UXfr 20 -fe b^-S^ Tn^V-f 4 7 7? y ^O!-*^ 

*x;W (p|. ^>--fe>x/l^x/K l—fy^v>X)V 5/\ £Ao^M-^&ifh MMS^WLT^T t i 

*x/K 2-t7^l/yx;P*-;^}:) ^tWiL ^Gs- MTU-^-^^x^df-^^. *Oy>Oi> 

*\ ttis. 1 — J^MA^S'* 2-t7h>f;Wy 

[0032]^, r^«^tT^TtJ:ViC 6 -i4 ^rt'). ^n>-'y^iiTV^Ti.J;ViCi- eT/^^r^ 

TU— j , tWim$:fiLX^Xi>£^ D)VX-)V***/(m. Xh*i'*>tV#~tVtt>'. h 

U-u7V-)Vtti'-j)A'7$-)V\ . 'ffiftgfcifiL \)y)l>*n* h*v#/kKx/kfrdfv s If^y^M 

TV>Tt>J:V^C7-i9T7^;V'^v ^^-/Pj , -/lof^i^ 7D^y^#-;l'^}', /hJfy* 

r BMS5r* L-T V i> X l ^5SrV > US*^^*- A^=Jkt^i^. jf) % ty -Ci ^ *TA*-A'-W$£ 

A^'t^kl , r^^^tT^tiiV^^UH 30 /W^^OM-^i'&ifh ^-Ci-sT^^-^/^n'* 

Ji, flflfB r ^^^LTV-»Tt> i^C 7 - i9T7^ V>Ce- uT'J-^-^A't^^y^, 7xX;P 

/k KfcfrtS r M^j bLxm&Ltzl>0)tfff\\i\t>tL *)>VJ<Xi4>Vttis^ l-y+A-tnVJ^ frttisft 

h. SJftaoSJi. MUX\%^LmX'$)&. a t'), -nf-y^^^^ifi?**. ZZX\ rg^ 

^X^Xi>^\ i/s , rg^s^tTV^Ttiv^-^TU-;!/ ^ 

[ 0 0 3 3 ] buE r 7»j^7 5 7 j LT{±. «i.tf. ;W?*>f ;l/3j-df-^j fcfcft-S. t LT«±. iuifi 

iffi r 7y;h -Cl^v^L2)Bg}«$ntTSy^W^ r SHS^*LTV^i J;v^C7- ^7y)V*)Vi ttsft 
tlSo 'T^TSyj ti. #^L<J±. 5^: -NR8 40 h *W9&1 tLXffii\s1Zh<n#m\*t>1X&. W»& 

-C0R9. -NR8-CU0R9* . -NR8-S0 2 R9» . — NR 8 —CON £7)^4. di.tfl^^L3fflT'*l» . Sm^R*^ 

R 9 R 9b c^4»s R'Ji^sJK^/^jici-BT^/i-iR «a±<o«^. zmkmin-x-h^x^mtox^x 

9 <iBiiieR 6 i:|5|«a; R 9a <ifriBR 6i ; R 9b 14R tJ:V\ 

7 1 NS^S:^] -C^Sixl. T^/PT 5 JtcbXh [0035] R 1 tW t imStthSBUff-k. t fc 

T-^^tii. r ci- bt^^j tmm^^mf^K h ^mmwms t ltj±. mifiiwiiR 7 1*^ 



^ S if ) , ; y y § ixx i J: ^Ci - 6 T)V 



6-i47 , J-;MMt'f;l/ (R 7x-;W^ 
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[0036] HK3*J ( I ) tk IPtiiW^flli 



x-tti^timKit^eyfimi^nz. fptwtpmg w^ayy^tix^xiyX^c:-^)^^^*^ 

-timm^tttmm-t ^mmm^Lx^xh im&w&mziz^iimix^xtyX^ci-sTfr 

x^mi izmt mi t ixn. mim-B^^a *>vx'hh. rs&mmix^xi>x\,vmcr>c l -< i 

7)V*y, L101cO#^#S6S*S^if*W^> #8S5£S&lb*:3g» j fcfctt-S r2flSC0C i - e^NS^JSHfc 
tit. ZZX\ Cs - si/9uT)Vii>t\,X\t. Mitt kLTi±. Mill. (l)Ci- 6 T>l-*U>ffll 

i/?vi~Tnny^ y^n^x y?n"<.y?y, y? fcf, -CH 2 -, -(CH 2 ) 2 - X -(CH 2 ) 3 (CH 2 ) 4 - X 
n^Hfy^t'AW^ix-l.„ 5#V>L10RO^SR 10 -(CH 2 ) 5 -. -(CH 2 )6-. -OHOfe)-. -C(Ofe) 2 - N 

assst'i/ca. mttfjmm^Mimmfc?. «st -aKmoafe-. -c(ch 3 ) 2 ch 2 -. -ch(ch 2 ch 3 )ch 

^iiXXfSm^t^miftlM^LAmc^'rom 2-. -(CH(CH3)) 2 -. -(CH 2 ) 2 C(Clfe) 2 -. -CH 2 C(C 

^£^t?5&^U0M^#^#^SS&fcWtf£ft H3) 2 CH 2 -. -CH(CH 2 CH3)(CH 2 ) 2 -. - (CH 2 ) 3 C(CH3) 

•6. mmmMWmwW&tcmt LTli. troy y i-, -(CH 2 ) 3 cH<cH3)ai 2 -&t') ; (2)c 2 - 6 r;i^ 

y ; 4 S^VUy'y ; 4 S^V'Jy ; e^V'jy'y ; yydHxff. -CH=CI1- ■„ CH 2 -CH=CH- S -C(Ofe) 

^'jy'y ; ^5y> ; ^Errt^'jy ; f^*yy4 2 -CH=CH-.. -CH 2 -CH=CH-CH 2 -, -CH 2 -CH 2 -CM 

fc>W£>:ft.6. r ffi»S5rWL-CV>Ti>J:V^J fcfc =CH-„ -CH=CH-CH=CH-. -CH-CH-CH 2 -CH 2 -CH 
ft* ra^^j fctTti. R^Ptj&TO-fl.M*^ ; (3)C 2 - eTiV^-Uy. (MUZ. -C=C 

bti>lz&tf£t& rWjmZHLX^Xh^-Smmm -Ofc-C=C-. -CH 2 -C=C-Oi 2 -CH 2 -3:fc")$- 

til.. ^m&^L3il-e$>£. [0039] ^WimttLX^Xit^Ci e7M 

m%iX^Xi> X\>\ R 3 ti. *mL<<2Ci- 6 T;Mr T^WX^-^j tUtf regHi^LTV^TfcJ: 

jkmm^X'hz. «±. «£tr. ^oyygH 1 . Ci-sr/i^yyy*** 

[0 0 3 7] -flM ( I ) YtSimraTSSflS y„ -ho, y7A )\U^y\\^ilX^X l> i^C 

r ^[OJS^l^^L8(7)^--r-j t(± v 3Effco 3- 6 y^n7W;K v\o^' yfcSfvOvt i> iV^C 

SWl^^L8fflB^-?TWSg|PS^Sl*-tS. i-eT^n^-y. ^w!r>ik2tlX^Xi>£^Ci^G7 

X\ r±^oM^j(i. tiWfWt^SJ:^ rt^/P?-*. tKn*y. t/-d- 5 m 
tdSi-Stcot-fl.. riM^lS^ISi^v^tsox^ 30 /PTSA y'-Ci-er/Mf/i/T-SA «fc^$/k 

-IT- j fcLTfcL ^x«-0- s —CO—, —SO 5i«rK #j|^£e>fjK f-^I^Kt^k ^nyyffc 

-Stfe-, -NIP- (R b »i*3£M^ B&££WLT ^KX\^X^i.\^Cx-%T)V^lV-i])Vi^-lV. Ci-s 

Ci-er**A'-***=*. BSI*^#LT^TtJ: ^^-f/K 'J-Ci- 6 T)V^)V-tl)Vt^ IV. Any 

^Ci-sT^^X/l-*-^) fcJ:V^aSr*LTV^ y^ttT»-->Ti)J:V^Ci- K7)l*iVX)V-fc~>V. ~fc)V 

xhk\vm<r>zi simMt\kmm^mftihpj: s^rsy. ^nyy^aTv^tiv^ci 

1^511*^^1.205^ £&mft>tl&. )V-i))V#**r S Ci- 6T/P3df^-^;P^^ = 

[0038] rg^g^LTV^TtiV^C h\ Ci-6r;^;kX;W^r:;WT5y, Ci-eT/^W 

i-(7W)h k LTJi. R 1 1 LTf^L^tOA^f Ci- tW3*5/-imtfc&dt 

htlh. M r M^S5rWLT^Ti>,tV^Ci- &T)V*t 40 4r^, *y-Ci- 6r;P^-*;w<t-< y, V 

>vi ffiKB/xayyfif. ^nyy-fb^tLTv^ -Ci- st>v*>v- a a>jq&( jvtt y& t**>Wfeit 

TtiV^Ci-6T;Pr3^y*^Stfii&S^S?rl^V^ 5. Clii^coa^^i: LT*i. RiT'^Siil. rg^SJ 

rci- 6 T;^^-^^*-;Pj tLTJi, «i JS^ bKndfy. yry, nnyy^^TV^TtJ: 

;K ^-ty^^t'^W^S. r ii«l££3rLT i.ifl^v^L3flSTj>l». ®«»IS^2ffliyjiO^-. # 

v^Tt>iv%Ci-6T;pdf^x^*-;Wj izbifl re m^tilal-T'ioTt^^TV^Ttiv^ 

1 - s7)V*t)VX)V*-)Vi t LXli. mx.\i^>VX)V [0040] r±g[c7)M^ 1 ^V^L8<0X^-1f- j 
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(1) Anyylf . th'Ddrv, y7/*^Iffni,l -alkc-CO-alkd-S-alke-. alkf-C0NR5-al 
&g£l&^L3ffiWrL-Ovti, 4VMj- 6T;Mr^>-({B! kg-NR 5 " alkh-. -alkf-C0NR 6 -alkg-0-alkh-. 
£«\ -CH2-, -CF2-, -CCk-. -(CH 2 h- % -(C -alkf-C0-alkg-NR5C0-alkh- (si^imBt ftM 
H 2 ) 3 -. -(CH 2 ) 4 -, -(CH 2 ) 5 -. -CH(Ofe)- s -CH «) ; & fc* T'fc & . YJ4, $ £>tC*F4 L«iCi - «T)l 
(CN)-, -C(CH3) 2 -. -CH(CF3)-, -dKCH 3 )CH 2 -, *l->. -alka-CO-alkb-^t'T'* *). %frX%-CH 
-C(CH 3 ) 2 CH 2 -. -(CH(CH3)) 2 ~. -CH(CH 2 CH3)CH 2-. -CD-%t'tW± UV, Ya& s *f £ L < J4gr& 
2-. -(CF 2 ) 2 -, -(CH 2 ) 2 C(Clfe)2-. -CM2C(CH3)2CH Ci- 67;MrP>-3r fffc ^T't). 

2 -. -CH(CH2CH 3 )(CM 2 ) 2 -, -(CH2)3C(Ob)2~. -(C t'A>'KU>. 

H 2 ) 3 CH(Clfe)CH2-£ir) ; [0042] -jfc* ( I ) 1\ Z£J;tfZa«4. p]-^ 

(2) Ap^yif. bHn4f^ v ^ry*^Sfm&s 10 tar^t, ^nyy^i^{±s^s^ 

&S£l&^L3ffl#LTVvcfcj;^c 2 -6T;l^^y #L/OvC i>4^#ffcg£5rr. ^IT, ^ >^u?ym 

-CH=CH-. -CH 2 -CH=CH~. -CH 2 -CF=C =f } fcLT<4. MS. H^i&fc'^W 

H - s C(CH 3 ) 2 -CH=CH-. -CH 2 -CH=CH-CH 2 -, - htlh. LX^Xh 4V«£j fcfcit* 

CH 2 ~CH 2 -CH=CH-. -CH=CH-CII=CU-. -CH=CH- t LT»4, flxJi^ftg. 

ci( 2 cife ch 2 -it') ; -fbKfg*. MfSSill^i'iW^i^ . £ £ 

(3) An^r'yigf, tKodfK ^yfr^nst T\ r^#&gj LT(4. fiajzJfR'T'^Sm. rggj 
&S£l&UL3ffl#LTVvtii^C 2 -6T;l'^l' S£#LTWC t> i - 5 T)V*t)Vi (CfcttS rg 

y. (Witr. -c=c- s -ch2-c=c-. -cH 2 -c=c msj tixm^uz rm&mziiLx^xh±\<^m 

-CH2 -CH 2 ; (cfctfi, r^^j *«ji{f f£ 

(4) &^T^£;h.£^c0M^l&uL8O;v<-iJ- 20 14. #4 L<l47x^/k 5&fctt6H2r5£KSIH8 
-: alka-O-alkb-. -alka-S-alkb-. -alka- g (#4L<J4. 7D/k tToUiK -f S^/DJk t 
CU-alkb-. -alka-SO-alkb -alka-SO- -alk WlVtcH) tct'TbZ. ^m^WmWmmi 
b alka NRS-alkb - ; fc LTJ4. mt&^#V&h*il&mSVX^X\> 

(5) d&X'^K&^nm.^2tc\^L8.(r>x^~y- 4v^C 3 - s ^?o7/W, C 3 - a i/^nr*^ 

- : -alkc-C0-alkd-NR5-alke-. -alkc-NR^-al %k'tfmft>tll<. ZZX\ C 3 - s y?D7M^fc 
kd-CO-alke -. -alkc-Stfe-alkd-NRS-alke-. LTJ4. #8i.lf ^y orutVk vyn7*?7k 
-alkc-NR 5 -alkd-S02 alke -alkc-C0-alkd- 'O^yk S^O-MrS'Jk S/yn^T^Vk V^UJf 
0-alke-. -alkc-0-alkd-CO-alke-. -alkc-CO 9 ^AteZlfimf t>ilh . C 3 - 8 y^nT/^-^t 
-alkd-S-alke-. -alkc-S-alkd-CO-alke- ; LTJ4. $;t{f S^y PTn^-;k y^n/f-^K v 

(6) ^T'*$ft6±«<^I(^3&^L8<^X^-^ 30 ^o^f-;K i'? n^-fe^k y;o\7f- 

- : -alkf-NR6C0-a1kg-NR6--alkh- N -alkf-CON /k ^ 0:tyx-;l^fcW»f £>*l&. r^|j 
R^-alkg-NRSa-alkh-. -alkf-C0NR5-alkg-0-al ^-(bKSSj 14, ff£ t <{4^y-b>iit Itel/O* 
kh-. -alkf-CONRS-alkg -S-alkh-. -alkf-NR 5 C Tt4V>C 3 a y?07M/l' (#iL<li:y?n7 
O-alkg-0-alkh-. -alkf-NR 5 C0-alkg-S-alkh OtT^. y^n^y/K y^r—As) %ZX' 

-alkf-SCfeNRS-alkg-O-alkh-, -alkf-StfeNR J>& 0 

6 -alkg-S-alkh-. -alkf-NR5S0 2 -alkg-0-alkh [0 04 3] r^^^g^^j ttT{4. ffiT** 

-alkf NRSSOi-alkg-S-alkh-. -alkf-CO-a r^^Sj tLT^Lit r#^#ftg^S^j 

lkg-C0NR6-alkh-. -alkf-C0-alkg-NR5C0-alkh imfbtlt. r ^#»iS3^Sj {4. »4 L<(4T 

- . (r 5 f4#jf2fc mmm* ■. R 5a {4i5i2R 5 1 mnmz a ^j->v. to »j j;-^, t-^ «j j;- 

lka. alkb. alkc, alkd. alke. alkf. alkgi34t/alkh 40 /k t^U-^k ^-Jf^/P* U — >k isT&tZ. 

{4, H— afcl4M=5roT. An^ygf, tWk x h^t Fn7v-^t*c04*V^LlOHcO#^i^ 

v^Ci- 6 T^P>-4it(4*S^^^r) ii'W^ Hn-f ydry U-;^t'c7)4^V^L10HcO2^^# 

ft*. uaaesH&frircaft. r^t^j «4. mL<mm 

[004 1] Y(4. #4L<J4tt^ : AnyyRfs T'*> 0 . §fet»4 L<t44=5rv>U0#ltf) 

LTV^-CtiV^i-eT^U-y ; -alka-O-alkb-. ;P (*f4L<J41-f'<'J> ; -;P) . Vl^is-tV (*f 

-alka-S-alkb-. -alka-CO-alkb-. -alka-NR* 4 1 <m-^y^=.fl-) ftt'tfftt Lv\ 

-alkb -alkc-C0-alkd-NR6-alke-. -alkc- [0 044] rWmttLX^Xb^ «j tiJ 
NRS-alkd-CD-alke -alkc-CO-alkd-0-alke 50 rg^^j htXM. MUi**V. AO^>Jg 
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^ ci-sT/Mfvyx:*^ -ho. ^ry, rat ^re#«m*^&t'i>#2U\ 

S£#LTVvriJ:i^fc**S(fc*:U rgjtfjgj [0 04 61 Ztt, tffilXttBflB&MrLTVvtfcj; 

oy^SitTV^TfciVVi-eT^a^^ till,. 1 ) J\uyyK¥- % 'mif>fcZtLX\*Xi>£ 

tt&tlTlYCttXlMA-nTJl^nrf-*^ tKo^-y, UCi - b T/Mr/k hh'D^v. Any>-ffc;$*i.T UT 

S&«£*LTVvt&J;UC6-HTy-/M-3rK S£ *><t^Ci- 6 7*A-:3*>\ An^yftSftrvvt i>i^C 

A ; E/-Ci-6 77MM'T$A x-Ci- eT/HyKT y-Ci-t T)V^)V'f S y „ Ao^y-ffc^ftTWC 

Wm&. TS'JK T>-/kT5y. TWttvttW 10 ;K Anyy^ixT^TfciV^Ci-er^^-X/P 

W^ix^o rgjftS^tTV^Tfciv^b fcx/i^tfc-j&^aHfli.s l3rUL3#Z>g&g£:£LT 

fcLT<±. BPi:LTW*Lfcfc<03&WJ?,tL Wtii^i^; 2) ^nyyftSfiTWCfciv* 

h. %<r>m<r)W%kmkLX\i. mM r S8IS£#LTi> Ci-sTf\s3r>l>X'l%uL3Wm&ZtLX^Xi>J:^5£ 

t t> j: v^Higfi j izmh twms t txm uz tzitm%mmmm& mtKa.y y;k to y 

fb*»S^^<i^«K«sa«TJ>*^-. *oa& ftTvvc^J:uci-6T;i^Ti&uL3fiffl££ft 

SfctTtt, r 'HSi*2:*tTV^TtJ:v^SK««S TUT t> i < . <>-e>mtmLX^X t> J:UC 

Sj . r B&*£#LTVvri>,tuC6-i47y--/k 3 - 8 ^yoT^MtfiL^iy^nrotOk ^ 

&fc*t>#ff£*i£. Si rs^S^LTV^Ttic^S 7o^^K yb Ko4 >f-^t') ; 4) 

t LT<i. R 6 tLT«^L^ rg^^j-^j- 20 y. ^D^'y-fbSiiTUTtiUCi-sT/W^k 

mmmx'hhhcDtfmf^tiz,. rwmznt nyy^iitv^ t it* - 6 7;w. Any 

X^Xi>£^C B -uTV-)Vl fc LTfcL WhWttf S-h-TWt t> iV^Ci- eT/lO^j^ ^D^Wt^^-T 

JE^* r SmS2r^rLTV^T*>J;U^-aSS*lj t tvcki^Ci-sT/^I^r,. ^o^yf^ftTUT 

fctt-S r S&Sj t LXW*Ltzi>cotfmft>ti&. i, i^Ci- 6 r;^;py^*-;k >U'7r j e^;K 5£ 

«j oUtt. Milffiv>L3K'fc^. S&^ifc^iB fc*) =5rf ] ^LTUTkiuCe- uTU-Act^K 

fcltOi§£\ &K&Sti|E3-T'&oTi>M : 5roTVvci> B&»£*LTVvc t «fcv>C 7 - 

±tz. rilSj iiPl-^'Jy^Mtlil-t 4/k Anyyft^ftTVvcii^Ci-eTrt^-tf 
^^-/i/r&Si^ ^ti^.»J4fifc rg^^j 5.^ 30 Aoy>-fb$tiTViTtJ;V^Ci-6T^^ 

[0045] rg^^LTV^Tfciv^^j tcfc Z-klX^X t JuCe- uTy-^-^^jK-^K 

m. y>vm. is*. Mm. s^s&t'h Anyy-its *)v%z) £*LTwrt>j:uc6- utv-)v-x>v* 

frcuTi, iuci-6T;^;K Apyy-fbStiT^T -;k ^S^LT^Tiiuc?- isT^/Wr/M"* 

kJ^Ci-sT;!^^ bHn^fy, Mo^'Mt^ix y-#;i^-/k MJftS (#:£L<J;^oyyfc$ixT 

Tv^TtJ;v^Ci-6T;^;kf-^ mm^hx^x ^Tfciv^Ci- B T;^;^if) ^LTV^Tt ii-vg 

fcJti^Cs- n7'J-Wy. M&^£#LTVvCtJ: ^^;K-/l, (#t L<Ji. yH'J^^-;^ 

sy(Wv yf-;PT5y. xf-^rsy. rotors 40 (#aL<<itfnyi/'rL;M^;^if) . wwm 

y. >fVTnt^rsy. yf-^rsy^to. ^*-c KijAnt'ygf, Anyy^^T^Ttiuc 

i-67;W7Sy(M, ^f-/PTSy, ^'x^r i-em/K bh'Qdf^ Any>ftSiiTV»TfcJ: 

$y, j/TObVPT5y, y'yf-^TSy. x^yf- UCi-bT;^^^ Anyyfl:§tLTV^TtJ:UCi-6 

iffimmmm-ci- bt^jv, mmi^Lx^x $- mtu-^k ^^^ri-Tv^Ti. iv^#^a* 

«t*j>&^. znwimtLx^ msmtttx^ w&L<i±wvi;-}^ t^y^k 

^mmmmm. smmi^Lx^xhx^m^um so ^^t'*^stfixi.i^v^L3ffl^Esis^^-f 
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tl£lX^Xb£\,\ H^tlomoSm^mmK. ;k ;\o#>'4fc3;fi'Ovc«>iv*Ci - eT/l/n* y. a 

yy*-;K b^y'-Jk =E;l-*'J-;k f-jf^^'J Wb^iiTV^Tt>J;V^Ci-6T^;^;l,*-;P. 

rb^bKn-fy^yy^K :t?:?b Kn^f y^y y -;M"*K BS&*£#LTwck iv^c 7 - l9 75;K 

-^5rt') . ;k #;k\'*>Ok ^o^yftSfrcwtk J;v%Ci- e 

[004 7] Ztt. L<{ia«l* [JtF2L< T)V*>\s-*)VX-)V. Anfy^ftTl^ t <knc 

Jib Kn4rv\ ^ny-'yjg^ yry . Anyy(fc;Sfi. i- 6 m^-^*-;K ^ L<Ji^n^ 

Tv^Tiiv^Ci-6T;^;K vNUv-'yfb£iiTvvci> io yuFP&fc') ^l/t^Tti^Cs- hT'J-/h*/p 

J^Ci- eTfVa^y^ swy>fcztix^Ti>J:w. #-;k a«l£ L<W\ny>ftZtlXUXh£ 

7;^;l^^*~;k ^rt-f/K 5^7t<i6H^# a^S^LT^Tt JtUG- 197 

JSSSSS KfiT-h^V'J/^i:') &fc'] £3r 5^;yt*y-#;W-i<-;k StftK L<li^o 

?ymttH) £#L-CWC*><knC6- »7'J-;M . a&S L<J±;\ny-'yjgTi\ 

;P#~/k L<liw?yfcZtLX^Xi> swyyfcZtiX^X t> i^Ci- sT/I^/k t Kn* 

iV^Ci-eT^^f) ^LT^TtiViCe-^T y. JWdr'yikZtlX^Xi* iV>Ci- eT/l^y. /\ 

y-^-X/l^^/k a»S5:*LTV>Tt>J:^C7- 19 20 oyy-fbSixTV^Tt i^Ci- 6 T^^-*;W*"-^ 

77/Mr^:**y-*/l^-/k UHS Wi L<<i^N Sri:*) Sr^rLTWti, J^Ce- uT'Jwk a&S£ 

nyy^tiTv^Ttiv^ci- 6 m^fc') HLx^xi>£\^mmmm <*mL<{ib-yy* 

x^xi>£\mmm%>i'#~/i' l<(±. ^y h-y ;k by sy-^fc-) x a^^^LT^xtiv^ 

MtArfzjVCtZ) . 5&uUPco#^§i&g*gf-C ^ri^L7H^^«(feS^SS (»i L<tibuy y*~ 

i-6T;W (JFS L<lifDyy-^f;^t' ) . /k tr^yy-^ b^y'^&fc') Srfc'j&^jafft. 

mm wtLKit^ayym^. jwyyfcistix^ & \tc\^3m<nwkm:^x^x\> iv^&^uo 

X\rZi>k\,X\ - envois. ^nyyilZtLX^X /k tn'J^;k t^'Jy-^, e^y'-^k ^/P 

i)i^Ci-6T;^^-*;^-;^t') ^LTV^T *'J-;k f-^l^y-zk y'r-fe'M-/K -rhyt. 

i>£^Ce-uTV->V,W&mttLX^Xi>£\*% 30 Fn75-^t*) ] ;Yaii^;^Za*>'*| 

L<«ify y'/k ty 5 'J-a>% EiTX'h&iksm. 

if) . a^SSr^rLTV^Tt iV^v^US^^SK [0050] 2) XtfVNnyyiB 1 L<<iJ£s!sJS 

(#jfcL«itDDy'^k b^'J^;l/. b ^) . X' *5*Mf ; R'feJ:W ! *>'ll-^ Wjr-, 

^y'-^&fc') fciVa^SS-*LT^Tt iUC TCi- 6T;^;P (#*L<i±^^) ; R3*iCi- eT 

7 - i9r5;^;^^y*>A,s{msaBiK^^tLm >v*)v m± l<^^) ; r'*{*»^ ; ym 

4{it*-ri>l-bALy y-y^jtJil-e^^y-^T- 1- 6 7/^l/y t<<i-CH 2 -) . -alka-CO-a 

Ikb-^/cJi-alkc-CO-alkd-NRS-alke- (IBSrti 

[0048] zaii, &£L<i±*mM?£t:iiy mmtmmm. mmZKiifcmm?; $tz&\ny 

)vx-h*). ZhizKtLKtt.jmmFtxhh. ym.Ti5iiW\viyy^tix^x^x^ci 6T>v? 

[ 0 0 4 9 ] fl:^* ( 1 ) (nismcwt lxh. arco 40 ^^i^mntitmmm^i^L3imLx^xh 

it^tmf^Kh. i ) xtf^uyym-+ (&£ i< ci- *t)v*)V) ■, ztfmsmttLx^xhx^wik 

arn^f ) . x' mmwij- ■, w&xmm-ttz a w& l<«. b y. ad^kf, *#y. 

W»flf'orc l -«r;WfyKJff4L<tt^f-^) ;R 3 # ^oy-'y^$tLT^Ttiv^Ci- $r^^, ^n^'y 

Y*>'Ci- 6 r;^^y t<(i-CH 2 -) ^)t{i-ai rv^Ttiv^-sT^;^^, rsy. *y-Ci- 6 

ka-CB-alkb- (E-f-timfiefc HS«) (^*L<{i T;K;l/7 S 7 > y -Ci - 6 7/K^7 5 y , An^-'y 

-co-) ; zimimttLx^xi>i\mm i«± ^tix^xtx^i-BT^^-^^^s.^^ 

kh. ttv. Anyy-fk^ix-cv^Tt iv^ci- st mm im L<«b ko^^, ^oyys^. yr 

/l^K a«S [ff* L<<ib Kn^-y. Any>s y^ >Nny-'y^^T^rt ±^Ci- 6 r;^;k aq 

^F s yry. Any--y-fb?tLT^>-ci>J;v^Ci-6T^ so yy€5^Tv^Tfci:^Ci-67^3^y, Anyyft 
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TV^Tfc <k^Ci sT/l^ykX/l^:x;k x^^r^-f 
/k 54 £J±6it:£#&«s£f2 (Jf*L<llfh7/ U 
MbZ) &if] fc#LTVvcfcJ:HCB- n7!)-W 

>*t>f ;k ^Na^y-ft^fLT^'Ctiv^Ci- 6 T^;P 

*)V-X)V*~)V. iii (#4L<ii^pyyMT3: 
if) fc^fLTWCiii^Cs- uTV—)V-i})V$-)V, 

T)V*)Vtc¥) SrlfLTVVTjki^Ce- uTV-)V-A 
/P*~7K W&mtt VOvfiJ^Cy- i 9 T5^;U 
#^*ryk m&g (#4b<Ji^ny-'yffc$ 
*IT t v£ i 4 ^Ci - 6 T>V*)V% b' ) LT V ">T t 4 
^immi}iX>X-)V (#4 L < ti.-f y F y ;Mr7l/*'^ 

4L<ll^\ny>JR^ 'NPy-'yffc^fiT^T&iv* 
l-sT/Mf/k hFu=¥>\ Anyy-ftStLfv^TtJ: 
V^Ci-sTA^v. ^P^yft^ftT^Tt iV^Ci-e 

6- uTy-Jk B»S£WLTVvtk4U3H£Bag# 

mm (*F*L<tttfu^;K eus^*-;^fc') . ass 

W LT V t, 4 V L7flO#^#KS3^S 
(*F4L<«ih"pys;-7k tWJS^/k 
;^t*) . BaSS^LTkvcfciVMj-wT?*^ 
^v&ifa^gfcfltS 1 &^L3»oKj|3££-eft^ 
*v&LTV>T44v\ (1) 7x-;K (2) 5t?d±bm 
(#4L<(i:7y7k tpy/k 4$*" 
V>J/k try^'^fc') . (3) ^y*?y^i:l&£LT 
v>Ti4^c 3 - s y^DT;K/i' (ifiL<<i>-^n 

if). (4) tfc^L\o&<nmz&m&mmm& (# 

4L<J±r-b*f-v f -;k KnUSfcyk e^'J^'-;k 
b^i^k t^'J-Jk f-^/t^'J^k i^'T 
-bVN'-yK fb7t h'o7-5-;ktcif) 4fc« (5) 4& 

t Ho-y y*y y -;k t Ko>f y*y y-^& 

if ) ] ; Y a #|g-g-^4 JtJiCi - 6 T)V* l/y (tiL 
4 L < ii*SJ£^ ) T'*> Sft^l. 

[005133) xtfjwyvm- w&Kte&mm 

TCi-eTiWfA- (#4t<*iyf-;k> jRS^'d-eT 

/i^w (#4 L< J±y ?-/k ; r»#*3Mcp ; Y#$g-& 

3k Ci- $T/-Mf^y. -aika-C0-alkt>- v -alkc-C 
0-alkd-NR 5 -alke-, -alkc-CO-alkd-0-alke 
- v -alkc-CO-alkd-S-alke- x -alkf-CDNR 5 -al 
kg-0-alkh-. -alkf-CONRS-alkg-NRSa-aikh-^ 
-alkf-CD-alkg NR6 00-alkh- (iB^ifflStN 
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R 6 <i» ; 4b<i±7j<»E-? ; 4tti^pyy|gt?i> 
i^Nny-'y-fLSitT^T t J:i->Ci - eT^^df 
Stf*i&M&g£l&^L3«£LTV>T{>4^Ci- 6 r 

/i^y ; *>oZa^fEK'*§fl:^l. 

[ 0 0 5 2 ] 4 ) X^Aoyyff (#4 I < ttgQHt 
?) . X' ;R 1 feit/R 2 ^-4fv:ii:^o 

td-sr/w (»4L«iy^) ; R3#ci- 6 7* 
n^f ;w ( if 4 L < tiy &)V) ; R 4 jttffc&lgff ; Y^'-ai 
10 ka-co-aikb- (f»UMI!i:RI8) (#4L<{± 
-CO-) ; ZtfWm [#*L<libKn*k ad^ 
yig-?\ S^Ty. ^P^'yfk£itTUTi> iv^Ci-sT 

i/. yNo^y-ftSixT^Tti^Ci sT^/H-^-. 

;k X;P7rt-f;k 54^U6S^K8BRm (»4 
KttFh^yUJWtif) ^rif] ^LTV^Tiiv^C 
e-nTy-^dr^ S»S^LT^Tt>4V^C 
7 -i9T7;^;k S»S (04L<{i^D>-'yig^ 
20 if) SrifiLTV^TtJ:^- i4Ty-;l^-^/P^;k 
(#4L<{iAD^r>^$iiTV^T4> < }:V'>Ci-6 
T)V*)V*Z: if) ?-WLT^Ti>J;V^C5 uTO-fU-X 
yPsJs— ;k MMS^^TLT^Tt>J;^C7- 
2h^-#/lo+:-;k BftS (#4L<li^u^'Wb$ 
ilTV>Ti> iV^Ci-s Tfr*)V*£ if ) £3T LTi vc t> i 
t^asaUr;^^ (iT4 L<{±, >f y K y ;^;i/^f- 
/P&if) , 5flrv^L7Ho^BRSKtBB8-Ci- 6 T;Wf 
;p (#4L<Jitpyy^y^;^if) „ g^* 
4 L < «i^n^ yJST-, An^'yft^tiT V>T t> J: V>C 
30 i-sT)i>*)V^ hKodf>-. 7NPy^k$<XTV^TtJ: 
VvCi-sT^^^, vNn^y-fkStLTV^TtiV^i-e 

(»4L<{iey^*/k h-y^^-^i:) . 
KJitnyv^k e^yy-;k t^^^-y^ 

if) fc4VSt«S^#LTV^TtJ;V^C7-i9T5;^^ 

fOJ y^kifcJil- ^7V-^ ; Yaffil ; 

40 *voz a^*SM?Ti>l»€^%. 

[0053] jk^» ( I ) <nffil«mmt LTfi. N- 
[ (1R, 2S)-l-( ( (3R) -6-y P P-3- ( (i/'y f-;kT 5 / ) y 
;W-3,4-^'h HP-l(2H)-^y y^)^^sK-7W-2-(l 
IM y b'-7l~3--f ;P) TP tM-i- ( (l-y f-;P-iH-f y 
H-;l^2->f;k>^7i/^-;W-4-tf^y^*y^^5}-r^-9-S 
H. N-((lR,2S)-l-(((3R)-6-^PP-3-[(^y^T5 
y)y f-M-3,4-s;b HP-l(2H)-^y y 
;W-2-(lH->f y K-;P-3-f ;H7ntW-4-7 1 y 
-l-e^']y'^mt$ h\ (-)- N -(i-((( 3R )_ 6 _^ 

50 pp-3-((^y^rsy)y^)-3,4-^'h fd-igh) 
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V-}V)i))V#~)V\-2-(W-4 VY-)V--$-A)V)~r y-v/b LXM. MlMt^m ( I ) COTS yi^/y 

ot7H-4-(4-t Hn^^7xy^rS/)-l-t^U^'y^ /ML 7;WM, ^ /C^b^tVJt^^fe (M. -fb^fe 
/I^^S h\ N-((lR,2S)-H((3R)-6-yoo-3-[(y' ( I ) COT S y»#X>( rj-tf y ^ /ML T^x/ML ^ 

X^/PT5y)^^;M-3,4-^h Ko-l(2H)-^y»J- >^"T$ y^/Utfx/ML ( 5 -y?-/P-2-:*^7 

Mij)VX-iV\-2-{VA-A y K-/P-3-4 ;W/nt;i/)-4 - 1 , 3->-'^V^>--4 — f )V) y V^i/XfrX- 

-(4-7^n7xy^^)-l-t'<Ui»^*'^S /ML rh7th'n7^ML t'ny i^yfvML 

h\ 4-^yV^f ^-N-((lR,2S)-l-[((3R)-6-^ no-3- bAcH/M^yy +Mt. t e r t -7>/Mk§*Ut 

[(^^T5y)^^-;H-3.4-^b Kn-l(2H)-*y >J jb^foSrfc') ; ( I ) coAi®&tfTisMt. T)V 

x/M^tfx/M-2-(lH-^yh'-/l-3-^WTnt:/M dp/ML ^AMit. UomitZtiMtitfb it&to 
-\-^y"Jy^jlV^^-^ r-\ ^^{i-en^OJS*^ 10 ( I ) cotemtfT^Mt. M/ML 7"o/\- 

tf&ft*. >M/ML tv\'tM/ML iJ-ys-x/ML 7VJ/ML 

[0054] it-Slto ( 1 ) tf&X'h&%&. ^cOJWfcfll T^x/ML y'y^T S y*l->VJ)>VX=->V1LZiiK 

t ixn. mm^bcosi. Ty ^tgyss i-bs-ft&t') ; fb^u ( i ) ^M^-zWixf 

tcois, iMSSt^JS, imwitco&. mattcim ;ML**r«irs Yitztitdtem (m. ikt&» <i)co 

&T$ywttco&%t't>m?t>ti?>. mimmtcr>)£ico ^tf^/pas^x^xxx/ML 7x-;n^w 

nrnzmbtxn. i-bwj*t&. twjxm&WT it. #/w**yyf-/Ki:xx/ML ^'y^rsyy-?- 

/ls#Vi&m&; #/t->"/-AJS. ^y^-^MM. W7 /Ixxr/ML tv\*n^/l^yy?^xxx/ML x 

A«g^t'or/^'j±^^SJS ; r/i'S-^-MS&fc-as h*y^**x/p;t*yx^/ixxT;ML yy yy'/i- 

W£>ftl>. ^m^bco^coHM^mbLXii. h'J xxx/ML (5-yf-^-2-^y-i , 3-y* 
y^-/PT$>\ hyx^TSy. try ^'X. tray 20 dfyi^y-4--f;P) y^/l/XXr;ML y^oMy 

y. x?y-^7Sy. yX^y-^7Sy. r-'jxy W^y*;l,^xf;nxfM. y^/MTSr-'-fb 

y-;l-T5y. yy7nMy;|/7Sy. N, N' ->> Sflfc-fc&lfeFSri:*) ; mtmft>tl&. Ztlt>c07ub' 

*vy y'/ixirl/y y'TS y&fc' fc ^JS^W^S . * ^ y yjiUftc^nco^t 1 ^Xibt&a ( I ) frt>WM 

mtt co&coimzMb lt«. ssl mitxm®. -rs i t #-es s . 4 ?t s iti&n ( 1 ) wo - y y 

8L 'J y^fc'fc«S*W^ixS„ ^SKto »2. JEJUNI 9 9 oipfl rE^p"^l6j 1*57^? 

&cDifm%mt IXIZ. JfK. PBL MJ7Wni mil 6 3S*^1 9 8¥Jzim2tiT^& £ 

BL 7V-/PSL y A >/BL ®&SL "?WylL ?x SW^ttT-fl^ ( I ) lz>£it?&t>coX't>-oXi> J: 

yfBL rmy$L UyrfgL xyyx/l-*ylL Ky*f \,\ 

yx^ym. p - ^xyx/^yg^ri'fc^a** [ o o 5 6 ] WTt:. -fb^fe ( 1 ) ^t^towtw 
t>tih. mmr^mtco^tmrnt lxm. 30 Tfca^.*. it-am ( 1 ) i*^jaw>m ^^.tf 

KttrsyKt^Siosjg^t Lx\t, rxn? mzUztf^x^mztth. m<nx*-j±wzw®£ 

*ym. 7>u?$ymtt't<7>wmTt>ti&. zco? tix^uk&m^ &&mtiLLx^xi>x<. zcoxd 
*>. mm&f&i&hs&m mm. ti&n ixi±. mnm^m ( 1 ) cotstmm<oi,co% 

( 1 ) im&g&mtt-thWris. ( 1 ) \±T)i b'tmft>ti&. *mm#* r ^Sj aso^^ 

i] V ^RS (W. i- b y •> AS. # y ^AJM^cf ) v t L 3 0-C£*1\ ria^R^ «itf flHfcR 

MW±mMm ^yP^^AJS. v^y->A IB. Jp*^«rid. rsy-ftras. xxx;HbRl5. T 

rtvvuEtz) zzemmfr. Ty*-VJ>&% s k^k. x~f>wnRiE. k^c. stcrk. 

irc*oTj:v\ 4b^«» ( 1 ) tfmmgm&z urmjt&m, mmcoim. mm. 
&t&i$&. tt&tii ( 1 ) y >s? 40 7 ^ • 7 r yy v a ^ • • rw< v-^ 9 y 

m4l^*^^fc'C04SiSlg ; ttzlZ. ftiag. 71/ X (Organic Functional Group Preparations) %2 

A y&is. y~?frW&. a^7W£. *?yxfi-*ym ^ r^fs yyruxtt (academic press, inc. ) 1 

v-Y>VJ.yx)V*yWM. ^xyg?Jg. WGtm 989^fl ; ayrv^y^y ^--^x. y y • h 7 y 

^fc'O^JgT'ft-otiV^ y-vgyX (Comprehensive Organic Transf 

[0055] it&m ( I ) C07VI y ft it. onBtions ) VCH Publ ishers Inc. , 198 9^ffl^IS 

izmzmgtttTxm^nmizx zmizx «?-ft mco^m. t>zwiznm?z>mtz ttz^xnh 

( i) iz^ak-t^it^m. -t^h-hwmmzmit. tiz. 

mjt. nmmmmz ixtt&m < i > fcanttift [0057] cx^-a 1 ] 

( I ) ^ft-r-^-fb^Srv^. -fb^fe ( I ) COTUY 50 
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G»T^3*lST$y*Ogg£fcLTkt Witf, * 
;l/$/k Ci - e T)V*)V-$)VX-)V (#L 7-tef- 
/k Tntf^i^rf) . c i - 6 T)Vi*i/-U)Vi£ 
-)V (#L X Y^i^il)Vt'~)V. Ihdfy^-;K 
tert-/b^fy^-/^t') . W-fJl/, C 
7 - t o Ty)V^)V-ii)Vt'~)V Oi/)V1)tV-# 
-/P&if) , C7 - l 4 T^^t^-a/M?— A- 

V*l't)A'i£-)V*j:Z) % h»Jf-;K 7*o4/k N, 
N-j^f^rSy^f-Wy. ^D/WAL Miyf-/W 
^'J;k HJX^/l/S^J/K y^Wx-^y'J/K 
t e r t -/f;l/y^f;l/yij^, t e rtr/f^y' 

xf-^U/k&fc*) . c 2 - e t;^-;p i -r 
3Mw\uyym? («. is*, n*. 3">* 

&if) , Ci - 6 T)Va*i, ^Ky, xh* 
T&J:V\ T$yg<9&ag{±. *FitL«i9-7;M- 

r Bti»Sj t LTHu flu.tr. ( i ) /Noyy^ 

(W, H*. H^S&fc') . ( 2 ) 

(#h y?yx;kfcx;M-3f;y, 3L?yy^)Vib-)Vtt 

(3) B&SSr^rLTWC&J^Ce - i o T'J-A-X 
;l-*-/M-3fy\ (4) hHn^r^ifj&aSfcff^S. 
Pi r E&3t£# ly-Ovcti^Ce - i o TV—tUX/V 
*=*^S/j fcfcftS rg«|Sj tLTtt, WitfA 

^/k ^NnyWt$ixTV>TtJ;^iCi - 6 T/Wn^rv" 
;kfc-;kt*yj (nmmt LTJi, <y-fe»vkftx 
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[0058] ITF. Xdf-A 1 tCfctt&^lStO^T 

5 TTS KrffcKfcj k LTtt, flUfcTTie?) i ) BbklB 
£*l*JBlr*4*8L ii) ^^>-<7)KJS5ttill^*5r|}J 

i ) K*«tefflSJ8v 
10 fl:^ (Ilk m-53g<^t£% (IIIK fcjrt/ 

6 1 ~2 3Moft*»£*!l£ . ^vStti§«4>T'KJ5§-£ 

S^k^M?*^ SK(DCC), 1 -Xf-A— 3 - ( 3 
-y^f^TSyrnbl') a^KiM 5 h* 
(wsc) 3rfcWif£>*i.&. sfirt^t, wsc*5#i 
U\ r ^vStt^«j fcl/Ctt. flUtf. ~mjWR» 
8L K$8& Ant'y^tti^ x»f 
/k^?§£&fc>W^>*iS. iiitaraJiLh^aScT) 

20 >k DMF, y^DD^j'y, TH F£-fc'##* U\ 

Kje&gkL a^-2or~*;5o ,, c, #iL<ism 

<&StjSlk #1-1. 5^M<D1- 
hKn^y/hijr/^KHOBt) ifclil- 
t Kn^fy- 7 -Tf^r/M) T*f—)V ( HOA t ) 

v±m£mmmttM (m. **fci>^'>A. 

DK7!/r$h\ 'Jf)Ayy?nMy^rSH, 'J^ 
>>AA.^y^vv7y ; h\ -^hU^A^^f-;!/ 

h\ t e rt-yh^fyK^t') ftt'^tS 

40 2 ) mt\i. T)Vij v&mttdtTw v±mkmc?>Ji<. 
ttr;^y±wAsi«nfflHa (w. msti-hv^^ u 

3)^<f. h'Jxf-^TSy. ^V7Dt;Pxf;i/ 

y. dbu (i, 8-y*r-fh'y^n C5. 4. o) •> 

VfX-7-xy) x DBN (1, 5 -VTV t'y^n 
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(4. 3. 0) -x>) =5rfc'<97$>*, Mi 

tft'U^'y. ^$^V-;K 2, 6-^f-^*>-^t-<7))S 

[0059] ii) *)vx*is(?>%m'mmfozm^ 
m 

fcitfto (no (Dsm&mmfctft 1-5 3* (*t£l 

<Jil-3Sfi) coik^t*) (ID fc^. ^rStt^M^T' 
r-rt^ (III) ^ftttf^ttj iztslf 

u'J b\ i/D* KSrfc') , ig^^S7|c!ft («, c 
1 - 6 7W-w;>|, C 6 -io TV-)l>-*> 

t*) , iSttx*^* (flL «jytS*LT^Tt J:^7 
x J -;k l-hKo^y/KJ r/-;K 1 - h 
Fn3f ^-7-TlrXyVr- 'J7V-;K 1 -t Fn=* 
5 -J)Vi£)V*V- 2 , 3-y*WafH 5 h\ 
N-h Ko^^x^^W S Kt<7)xxf;^t') *^ 

^nyy-fbSfiTwct iv>Ci - 6 T^n^^ifj^ 

^7Wn7i7-;K p--hD7i7-^t'*s# 

TSHSRJffiK. ^r-y^?§8L Xrt-tfdf^h* 
* 1- Ct>T-F5b Ko75y (THF) N 7-fer-^h U 

#*U\ sjcSSS<i. 3i^-2 0t:-5o-c. *M 
L<J2£iST'*>&<, ae»IS{i. S$'#5#©-4 0B5 

[0060] ^Cjfct. #1-1 0^g. 

b < 1 -3 SScoeSoffttTtcff h X 

s^l-t-mj^a. gmtw*. sm+hvyj*. 

*r£Lvv, #RJ&i. Xglzftt. 

*F4L<I4»0. 1 ^.5%&<DttmmimP>ft& 

Ux^Ty^-^A^t'^TOTyt^^AIg^W 
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[0061] mtLMt&fo (II ) S^^ttcT)^ 
(IID Ji. * 

[-fb7] 



10 




(Ilia) 



i^ii-ewstr s j m<mm&& £^a-t s c t tc 

JoTK&T'££. lit, T5/S<?)ft^co^A 
it. Bfo&ftwim. {aiijfrnf ?f-(7'^-7x 

^fy jj--^X.y^ i^y-bv-X (Protective Gro 
ups in Organic Synthesis) (1 9 8 0) & ifCJEiScO 
^cUc^'oTfffcilS. m&Uzitim (III a) 

20 i^id^^at LTJi. Mi<fxh7^Koy 
V9-X^ 39. 3445 (1998) ; f h^HO V^- 
X. 39. 8729 (1998) ^fc*^iiHEi07;iS. hhUtZil 

tzm-r&ii&zztfmftitiz . ttz. tt&m am 

«4. (Ilia) Sr^^^df^^aaE^f+L 

30 -fei^X (Protective Groups in Organic Synthesis) 

(19 8 0) %wzm&<r>nm\z Ltdf->xm\h. 
zii^cQKj&t,z&uzm^t>ti&j>)>i>*;*i'&<r>8m& 

t LT(i. mz.tf. Ci - e T)V*)V m. x 
^)V. Totr;l^ x >f V7nt;k 7"^. t e r t y 
^-^fc') ,C7-n T?)V*)V (m. <y^P* 
t') . 7x-;K ^-'J^ hVjef-tUis 

U;K MJif/l,yiJ;K ^f-y^x^^U^ t 
e r t -T'f-yWv^f-^y/K t e r t -Xf-;^X 

f-»^U»*!f) . c 2 - e («. l -r'J 

40 ;P5rfc') 5Srifs&Wfe*iS. i/tfe^i. l^rV^L3 

t') . Ci - 6 T^n^S" (M. * xhdj-^. 
[0 06 2] Ig2 (Bifi^K) 

[0063] IH 3 (5S : -Y-Z (#Id^i«iBt H 
S^^^-t) T'*§ii5S<D#A) 

so -ft^j (v) rpcorizisux. mmmzft&i'Z'gm 



( 
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(v) rtKDYfcfcvvc. iKMamcKfif-rsir^^a) 
nr 5 (R^iiuffiiiswa) Sfcttcoo-c***^ *i 

imk&fo (IV) L.2-CO-L3 (VII) 

H-L«-Y' -Z (VIII) 

. LM4NR8 (R 6 <iKTi;t|5l^) &£ttK££ 
Y' i±^OM^l&UL7«X^-H?--^ 

Sr^iStt&j&tK JgiST-#;0 . 5-2 4^»£ 
S*S^tfcJ:oTfi : *»ix-&. Y' X'n<Zti& r±g[(7) 
M^mt^v>L7cD^— fctTtt. MBYtL 

«±. ^MJASHHI, x-t^ISJSL Any 

±b-h>J)K THF, y'? ooy?y L 

N-x^y'4 yyotw 5 y&fc') tf^^ftTfcfi^ 
TfeJ:v\ ffc^fe (V) ^Yfcfcivc. J&*|g 

)V*)lttK£Zt. mz-ttfc&Vl (IV) fc. &l~5i«: 

(#F^L<(ij«>i-2sa) ofc-d* <v) isgs 

Hi. tLXii. m^HMli,z)s^xm<Ltz 

JBi, Hitiffc^Hi (IV) fcttl/c. »l-5^ST'J) 

x-r;Wfc88L Any y4bfcfb*Kftfl& ^# 
-h'J**»j«L T$K*S«. yh>»» 

frX'i> T-bh— N, N-^fMA-ArSF 
(DMF) . r-bhy. x?/-;k tU^V. 
#*fiU\ R£ia£te s iiS-2 0"C~l OO'C. *? 

i t < iimu-s o°exh& . KjBffittL ®& o . 5 

«0~1BT-*>S„ fcSUMfca* (V) „ (VI 
I) fcitffc^fc (VIII) fi x gM^jaiat*' 
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[0064] H!flBIS3fcj3V^T, te&fo (V) 
fc. OHC-Y' -Z (IX) [3C4>»e9tt1IC 

^ft (IX) (IV) fc*3fc£WT^A^KR«t 

ftr-rttzi-oT. (t^j (ia) t**? 

■S. S»7cWr;^;HtKAE{±. it&fa (IV) 

(JSF*L<ttl~2S*) ^Mt^ft (IX) t 

yfS#(#L ^y-THFigs. ^xrj-^^y^r 

t') s y'7fWS-WbHiJK, fcitfitl^ 

(w. is^r^$x^A s hjs^ 

*>m%t'x*t>&„ &m*mim?>ffiftm±. mtim^ 
m (iv) izMLxm^5%AX'f>&. Km&mz. 

tc-ioo-c. ff*L<{i^s~8ox:T'j)S„ kjeb# 
^<±, ii^o. ii^fS-4 8i^lST'^^„ r^gffig 

x^y-yi.) ,■ .-x—f/wftaw (»tL<(iTHF) . x 
hy/PsR»« (#*L<{iT-thxhij^) , ^jg^t' 
t\tit>\i^ zmA±.imM_<7)%\£;X'm& 

LTfflv^Tiiw KELfcft^ (ix) a, nwjm 

[0065] XS4 (* : -Ya-Za (#te^{imiBt 

nw^kykt) x-mstihrncmmx) 

[ 0 0 6 6 ] 2K LT*te*lfcfc6ft ( I ) fcfcV^T. 

¥K%comtLx\±. wHffix^ m^m. T)v*)VK. 
sie. MMtmmm. r^JiYKm. z-xr-fvwm. 

[ 0 0 6 7 ] Arte iT^3-;WR«Wj t LTtt. Mi. 
(f. y^y-;K x^y-yK >fyrn^/HK te 

&*Ej tLTJi, Mi. If. v'x^;wx-r;i, s rh^b 
Kn7?y(THFK 1, 4-y*^i>-y N i, 2- 
v'y h^^x^y^t>w^.itS. I5IB mayvfl; 

?np*/u, i, 2-y'?uux?y, Hig-fLp^^- 



4 1 

zwwrktih. lute r Mfflj t ttte, mi 

If. <y*y, h^x>, *i/vy, t'ViSytcb'tm 

N, N-Wf;WA7S K (DMF) , N, N-i/ 
X f-^r-fe h 7 S K . N f-yptro 'J K y&ifj^f 
£*t&. fjlfi r-rbymmj bLXli. 0Utf. 7-b 
h > . y ?-^x?-/l^ h y& W?>ti|. . buE r ^ 
^**xK^?§&j fcLTJi. mm. ~J*f)VX)V* 
df^K (DMSO) frifaw^h.*. «£ r- 

i:LT<i. Witf, Tnt^ 10 

-hy^t'*s#ff^s. ire rx^r^^sasEj t 

[0068] fiaJWfrEEfcfci, vc, MfHt.^fe* : ®^ 

0 r ftwtdttfcfc* i t * . r 5 y s mmmt 
)vm* z/mmm&t lx\±. mm. c x - 6 t>k 20 

^ (01. y-fvk x?-/k TntVk -< yrrotVk 7" 
f-/k t e r t -y-f-zP^if) , C 7 - i i T=»V*)V 
(0K Ky&UZcbl , 7i-;K r-'Jfvk ^'Jrt- 
(01. HJ^f^y"J;K MJxf-rt^-y/K ^f-yp 
7i"^yiJ;K t e r t-y^-)V^^^)V^))V. t 
e r t -y^vX^^>J;^f) , C 2 - 6 TMT 

~)V (01. %k'Wmft>ti&. ztit> 

S. M*. H«7^t') . Ci - 6 Tfra^is (0f, y 
1-*^, Xr^y, tfd±-hu%b' 30 

XW&$tlX^Xi>£\,\ 

[ o o 6 9 ] b Fn^ismnmrnt lxh. mm. 
Ci - 6 TVMfA' (01. y^-;k x^, rntvk 

V7nh7k 7^-/k tert-Zf^f) , 7i- 
/k r- 'JfVk C7-10 7*5^Mr/P (0| x ^y^-;^ 
if) . *;k$;k Ci - 6 T)V*)V-1)>Vi$—)V (0f, 
7-fcf-;k 7ne^:5rt') , c 7 - 

1 o 77)\>*)V-lj)VX-fr (01. ^y^i^not'-^ 

4 if) . 2~fh7tf:Dt7-;k 2-fhytKn 

79-;k ^U;K0!. hy^f-^y^. r-yxfvw 40 

y ^ ^'J;K tert - T^/P x'xf-yp^ > J 

if) . c 2 - e T)V7--iv (0|, l-ry^&if) fri* 
*W£>fl&. Ltlt>c?>mZ. I%^l3®cr>/\vjry 
m=F (01. 7 7*. ig». US. 3»7Sfri: ) . C 
l - 6 T)V^)V (01. y^-;k Xf-;k TDbVl^r 
if) . Ci - 6 T/WrJ* i>- <W, * h*5>\ xhdr^. 
TPJK^rv^if) £>tJ2-ha&ifT^;£*iTVvci> 
i^. ^^-^«<7){XaSi: LTti, 0Ufcf. 
±?~)V (01, 1 , 3-^^-9-^if) , #51tfT* 50 
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(01. y-d - e T^^T-t^— ;^if) ^ 

i^y-fe^X (Protective Group 
s in Organic Synthesis) , John Wiley and Sons fl| 
(1980) t3E««*»SfirfcflltTffitflV\ 01 
itf. Sc. SS. tK5i^>, 7x^hK5 

S/>. N -^f /I'y'f ^^A'S ygf h y ^A, rh 

^yf-^ryt-^A^^y h\ ss^y^A, h 

V7lV*)V^))Vt\=7 4Y (01, hy^f-;^y;P3- 
v'K. hWf^yiJ^yo^Fit-) *if*tt»t4 

[0070] ft^fe ( I ) li. 0!i.HT. ^ 

^-f-^iffcioTHai^S^S^tA^S. ifc. 

( i ) <r)wmtmt.tz\i^(nmt, mttrnk 
mnmmt tx&ztix^ ttz. it^va ( i ) 

«i. **fflrct>***i«rf*r>"Ct>J:v^ ^-^fij ( i ) 
* s . 3K^Httft. AWc^tt*. ftEHtttt. @te^tt«c 

***rrs«^wi. itL^t-ft^ ( i ) t lt#* 

1* ( I ) t*¥Htt**qfftr4»^tJ± x fSfli^^ 

e>ttmt$tiKmmfttoi>tt.-&m ( i ) testis. 

*^Rttft«i*4i*KO*ifct:j: OSSS^-SCli:*^^ 

[007 1] *gs»«i£k LTli. a*4MB«*S6 s M 
i-Jf. 7>J8W^^. ^y^yl,m. irrXy-V*-? 

1 ) wmmg&z 

j±$wbmm&te&h mm. (+) -v>r 

;Hg. (-J-vy^s. ( + ) -®5S?. (-) - 

SFTftSL ( + )- l-7x^f/P7$X (-)-l- 
7i*f;P7Sy, y>3-y, (-) - y y 3 -y 
>. ^;^y=Sr if) fcfiSrJgjjES-fr. Ztl£mwm& 

2) 3-7/1^ 5 A£ 

tzwxttmt&nm. mumftravh 

7yy -fCO^-. EN ANT I O— OVM ( h-y-ft 
S!!) *iv^{i. yj-trWM CHI RALi^y— X^r 
if^7^5At5^Mtt«K0S^j^aSJnL, 7k, 
H^^ffiSt (0i|. yy|»Kffift) . (01. x 

y;K hy7/kto»K. ^'x^rsy^if) 



( 
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^-O^CP-Chirasil-DeX CB 

3 ) i-'TXf V^-v-S- 

S *^ViStt^sQ| fc fl^£J5£ J; -o T 

fcgT^MMTfc Ufcft, in*#j»J^&fc^m£ 

tm&mnzum. mta. tt&m ( i ) n^miz 

fefc*^3tt&*«S& (Hitf. MTPA Ca-* 

(-) -*>h*ismm) zt'timsxj&m-tz 

rU*v-##£>ii&. ft-^ ( I ) #DA>i£y 
Ftt^ tz\i^7.f)Wf.<n iSTX^-V htt 

[0072] ft&m ( i ) 3- (>fyK-;i^-3- 
>f )V) -run;* )vmzavrh zm&tmffi&b&s 
u mxms&tpMz&^T (r> wh {s)fctim 

( I ) l±. 1. 2, 3, 4-7 v h5hKDdryuy*(c 

( R) ttfc ( s) ( j > 

14, ( R ) ttifcli ( S ) frwvma>-ctt6 £ fc 

CO 0 7 3] jfc£& ( I ) 14. mxrzV-?hX?+> ! £ 

?-y5§f+;fcLT{4. yvhx^yf^^h 

2. 3. 4. 5*ZtfWTe>ti&. fcOWt. 

( i ) J4. STO&yvhx?f-y^yy^:r2g§tt 

( SSTR2 ) JS^fflWf^ffl. ^T'tWhXj'fy 4 
^7^T2S£ttft^ffl£#-r§„ 
[00743 t**^. fc£»<I)tt. WhAf* 

^3-'J>-BtS4^ MAP^f- fe\ Na+/H+3c 
*X*(JA-fe'A2, NF-ArB&fcV>£^a^ 

( i ) {4. y7hx^^y7tWrSi£«W^^ 50 



3) #S2 0 0 3-1 9 2682 

44 

(4ra«w^wti«jrp$ij^^^jir^ b-^xftm 

MM"*. Sfefc. -fk^j ( I ) (4. ^tti,ffi<. URL 
»ft (#L tK 3? . v> 

izftmt mm. m.m$>huamm) 

<7)^i34V (Sfctt) ^Sr5tiiJ>|,v>{4TOj-f| )o 
S r*4^yj t LT{J M ^ (f ( g 

H) , j£g*;l^yiBf£*;i^y (ghrh) , yvu 
) y. y (tsh) s To^yif-y. >f 

yxyy, r/Mi-jyKzimThtui,. m ^mmm 

=?\ fcLT{4. Ml\i. 4yx*)y?4<7?x3~x7T 

99 1 ( I GF— 1 ) tiXTf WgPi&.fgte&f- 

(vegf) %y#wft>tii>. m r^tavsttftWj t 

<Tf- K (VIP) ;#XhV>; ?fr*/zf>WT1- 

K-i (GLP-i) ;^n-xf^yf>h^xy 

7 hnh->y^^D^7°f-K (GIP) ;7$>J>-;D-yx 
^y^-P;CCK(31/yXHzy) ;TS5- 
■fe"; Jy7-m*y-6 ( IL-6) s -iy?-X34 
*>-l ( IL- 1) ^fc'(7)>fy^-D-f4ry^; TN 
F-a^fc'co^--f N*>f y ; ^-^hnh-y^rfc'*^ 
*ffe#l.4. Uc*m, -ft^j ( I ) (J, ^T'*0. 

P. ftffl!8^fc'c7)7tit=5:fc'fc*fflT'*€.„ r; 
[007 5] Witf, fls^lft ( I ) ( i ) jfcJBE* 

v i pmtmm, v^zfym. 

w vzyvffisnmm. < 2 > «ss« («, >f yx >j 
y«c#M ( im) its^ -fyxyy«s (us) 

SJg^fc*) *S^{4.rix^(^3L>ta^c^eL -f 
=St fc ) ^^5. ( 3 ) K-f yx y yjlffi^aj#S >t J4 

( 4 ) sttHE^ stt»^, mm ■ my < x^k 
mm. mmm. m. mm%&. &&&&&& 

ff3««^Hett^i8fiBH (Ws ^hyy^>*ji3t<ow 
s"j^=5rfc k < 6 > ftwmm'g mm 3755- 

( 7 ) /jNjio©jR^fiT. ttmMt tz\±mim<?>mi 

1£M%lzmm-Z>Tm (M, Short boweli 

Mffif^fc) . m^mmtcyffmmzmmthTm. % 

3i&>bMmmt,ztmf&Tm. V I P«4iJi*=5rfc«tt 
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m. mmizim-t&Tm. ®mmm&iizimtz> 
rm. £%&mitmzm®t&Tffi. urnmrnmizm 
&trmttx<nmm* ( 8 > yyvyrmm. g 

vm, gfm%. mwm. »**s\ ^7/-?. -phsib, 
b&jb&mbh. iwgmii. mm. m 
mm, %tm%k') , smm m. «&mt&imto& 
mm •ttttuynttam «tt#flMte*(g. 

£*) fc LTfflv^ £ k tfX'Z h. (10) HfcMfcfr 

mm. (id AamnsKtiijBL. ifbk. nmm i sm& 
comm. ( 1 2 ) im^^zfmth^jmmm 

t') fl;^ 

saffi<^s£tff3*ia <«. %mmm%. 

"SIS. 7ht:H£ft*lfe, TPA^HtJUJafc*) 
if) *>«ffl@k (13) 4«giittH7-*>£4= • #»fc» 

m&tz^c:tfre>. mm. mm (w.T)w>\4 
mm. mmm. %m.mt£%k'comm. < 1 4 > 

IfcfcS (R UrtlS&i:') frifofcgg^ ( 1 5 ) jfttt 

mtmm. itvt. ir^. r>m->miF2L a 
m&. Bmsf^. cm&. AiDsgsse. 

to— <"M/PxgSSffi. y^xy-^sSJffi. SHE 

x'Vhffi. Wtt. JBCJflUE. UCJfllJE^ 3 y ^ . fli 

jwh^ T>vzx->wmm:t'crmh ■ mmk ixm 
mx-h o. d6) mmm. m. mm. mmck 
<vm&t'izi>mvt>tL. d7) iitt<biv)(isittff 
* (m. mmm. mmm. mm. itm& m. m 
m. itwmzt') izti>*ofm) <m 
m • mmk'cotzihnmmk it t>nmvt>i . $ t> 
itirth (D\i. ita® ( i ) tzmmrzimm 
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twit, -ft^s ( i ) fcnafefcfcHtasjfcx'*— t- 

[0 07 6] $uz. v^hx?i->ii. muz. m 

mzm^Lxa*) (#tssTR2) , itsm 
vvhx*i~y&®itfmfemi?r?>%te, zti^co 
io *>^y<7)mzim^mm'fc£m ( i > zm^- 

^miGF-i to^teH-rs^f^^co^iijf, 

f- i <7W8,£$mthm& ■ im<ry?m ■ mi} ti 
xa. mmm m. y*v ymm am> wm. 
4 yxoyitmm am) nmm*z) t>zwtzii 
t>iz$Mix:m*crm%^ ttt>*>wm&ftm (m. 
nmmwm. mmvmm. mm&mw$.m. h 
-yfcim. MiL^&ME&^ti omt ■. wm^v^- 

im<mm ( vy^^k-ffymm^mMim. tm^m 
frximmfc) . ikm. MmxM<?>{2m ; •& 

om<& - m# (« 
mmw) ■ am ■, mmmcomt tmm 

y&imt. mwit^m. o^m^k'com -, t>w>\4 
30 ^-m^^-^yvym&k'vmwmsi&cofflm ■ =p 
m ; m;£&£v&%.mm<D&m ■, mwF&mfimn 
%m ; $y*tz\±A i ns%kiz£?,jmMti£vm& 
«*<^s# : tpn (mimum) <rm^m<m 
Mmw$>s&wn%comt •, m yx y y^m^m 
mmmm ■, w^mmm^mm ■. &&%tzmz>fc 
mum m. itmnmM ■, mm&xcvm ■, $m&. * 
mssma ■, mm*. mmm^m^K) ■, >m 

40 ff t>tl&. tfz. tt&Vl ( I ) ti. WZ&Zk'crmmM® 

izx&tm • W7j>vxft$\(mtt.. mz&vz,¥%& 
&?>m&k'izmx'h&. tt&vi (i) a, k 
wmttiMmm&im&m ■ mmk ix^mx 
hi. imitzXoiz, it-sfy ( i > lijiiRW&ssT 
R2tnm.mm (mt<mmm) m-titz 
#>. ^mvfz^A^y^-mmmizm^x. m 

m&m) <ryfm ■ mmk Lxwsx-hz, . $ uz, 
so it-wfo < i ) \tm^mizm.. mmzmzm 
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-r&ztipxzz. 

[0077] ( I ) |i. ^a^fflffl^Jt fc *>£ 

im rm%mmMj ttxu. mm. 4>xvy& 

M. T$0yT3~x}-. ^x^ni^y^xyr^- 

-mmm. fflK±m.W?L SGLUT (soditm-glucose 
cotransporter) tSLWfficZ&WTbtli. 4VXVV 

mmm&h vx&. mm. vxrvfyyttut 
vfyytMttvm (mi<i±~?isjywm) . j 

TT-50 1. GI-262570.MCC-555. 
YM-440, DRF 2593, BM-13. 125 
8. KRP- 297, R- 1 197 02. CS-0 1 
1. FK~6 14. W09 9/58 5 1 OlZ§0McQ<k£ 

m (mm <e> -4- [4- (5-^^-2-71 

-;w-4-^-r"/>J;^ 1-=^) ^>i;/i-ttisj 5 

7] -4-7i^/l«I) v r^U^-f-^ (Tesagl 
itazar) (AZ-242) , ytfVV ^Ir^M Ragaglitaza 
r) (NN-622) . BMS-298585. ONO-5816. LM-4156. MJX- 
102. LY-519818. MX-6054. LY-510929& fc'*>W£>*l 

i». -< y^yy^*{saeit lt«. wxtr. x/t-?* 
mtvxit. mm, h^r^sK, ^wptdas 

mtLxn. mm. wc^y-H, -j-wy— f s 5 

f-^U-H (KAD-l 229) . JTT-608=5rfc- 
[0078] hVT-M Ffflt LTte. mm. * 

s. 4>xvytixu. mm. r^omm* 
t>m#,ztitzwm4 >xv> ; 7'^£7)PiB*^aai§^. 

fzJ yx y y*^^Wfc^j£§ftfc¥-&£b M yx 
'J > ; 4 -x hZm^ttX-mtZ-SHLLt: 

b m yx y y& wmfbtil . J y xy y tlx 

it. 0. 4 5H0. 9 (w/w) %<OffifB£^tMy 

x y ygfifs ; gSjgro? s yfc yx y 

(«L INS-I^rf) Tft-aTfciv^. 
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4vxyy\iL\s., tmim. m>m. z.j®m. *ngs. 

LT»2. fllxfcf. T^y^:-x. tf^y^-x. $^y 
r— ;k x$^iJx-h^i:>W^S. £37*1^ 
t'J>SS*fHKtLta. flUfcf. AJ-967 

7. BMS-1 96085. SB-226552. AZ 
40 14 0. CL 3 16243. SR-586 11- 
A. UL-TG-3 0 7*i:*36^SHrtil&. 

10 A*jr*y~ vivmm\tix\i. mm. nvp- 

DPP-278. PT-100. NVP-DPP-72 

8. LAF2 3 7. P32/98^:fc**>W^S <> 

>T^f—x h t txtt. mm. 77j»yyi-Y%i?tf 

ws'JtLTii. ^{j. yv3-yy*x*v7-<m 
w?i. ^^-x-6-^xy 7 9—mmm. rivx 

(sodiu«-glu 

cose cotransporter) ffl^FJt LX\t. mm. T-l 

20 0 9 5^fc-^f^>ixs„ ±§umtzt>. rmmm&m 

Ma tLXit. mm. x;l/rf-fc. y K BAY- 
27-9955. GLP-1. Exendine-4^t>W^>it^„ JilB 
r «S^#fflfe^j tLTJi. Mt(f, T)VY~X 

mKtmmmm. 3 yia^m. 7D^f >^ 

mmiwmtcztfmit>tih . rw-xsjvsm 
tmmt lxh. mm. v*vx9*t v ■, xjv^vx 

- 9 -v Y ; A S -y h ; *L^VX? -y h ; SNK-8 
60 ; ARI-509 ; AS-32 

30 0 1 %&fiwrt>tLS . 7vi--is 3 yfmmt IX 

H. mm. ev^-y'y, ALT94 6. h^f- 
y. N-7xty^f7V»J>7A 707^( F (ALT 
76 6) . EXO-2 2 6&fc>W£>*U>. 7of^ 
ydf^— fc' CfflSlgfc LTIi. LY-333531^rt* 

*>w^i»„ mmmm- 1 lt«. ^^^ngf. 

NT-3. BDNF&t>W£>*l£. »g^*B^li 
Jnmt LT«i. 0!I^{JWO 0 1/14 3 7 2 fc!B»<D- 

A -n ho 7 1 ym. ■ imimm (mm 4 - < 4 - 

^nn7x-;W -2- (2-^^-1 -fS^/y 

40 W - 5- [3 - (2-^f^7 I /Jfy) To&H 

jiaitLTJi. M^.^. Y-l 2 8. VX-8 5 3. 7" 
iWf-H (prosaptide) tt&fWT t>tth. 

7Dx^y;K JSK^-rry k. i,ux?v-)v. jge 
-x^f^^y. 3f<yhixf;K ^-?yf-y («e 

■antine) . fvyh'yy (piaagedline ; ALT-711) 
[ 0 0 7 9 ] ±ie rjinggggj t LT{J wy 

5o ^—mmrn. <mmm$m. *<7*miemm 
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o^—mrnmt ixa. mm. 
mwhtih. ^mmjemmk txit. mm. W 

y^-iv. f^X7iy7;P5Sy, y iva^^y ^ 

x^i/Tn^y— /I/TS y. ?n<y/i/7 ^^^t'* 5 
W^i^S. ^r^KttASaWHIkLTtt, mm. 
WTf-y, CNTF (%8E#:|*g^«H^) &fc>W 

if. yyfhurb, fpl-i 584 9^aamfh 

y^mmmmrntLxte. mm. *7Y7V)v. x 
t77!J;k 77t7'j;K (mm r?ry/K 

m. -7xyfy, 7Aoye>, x*-y'ty, - 
#;i^*K>&£>'W£>:h.S . * y y*/HSP 

mtLT(±. Wtfcf. WDV^iJA, L-27152. AL 
0671. NIP-121^t'*W^il^„ TW^fVisVl 
!JStn^kLT<i. mm. x^DV-yy. iiy^V? 
>isV*is1r)\>. K)Vf)V9V. 4fr*ft)V9V. CS-8 

i o o 8 o ] im r &mfom%Mmj t lx&. mi 
a. HMG-coAjeawBi«gi5 % ^r^-Hwi: 
x9Tvyi;mm®myj:iLi>mft>ixh. h 

MG-CoAj^#*IMFlJ££LTJi. flitf. 75A' 
x?i~y. isy*x9^y. rvix?i-y. Tb>W<x 
9&y. y)VJ^x9^-y. v^y^w W<x?i- 

y. 4 9tWh>^ ZD-45 22£td$*itt>cr>f£ 

(m. i-hVQ&mclf) %k'tfm?e>ti&. y<7y 
-bm&tokixii. mm. ^y^yy-v. ? 

VJyj7?~h. 7vyi7y-h. i»yyj7y- 

h%ti&mrt>ti&. x^ruy^immmmnkbx 

it. mm. WO 9 7/ 1 0 2 2 4 IzM&crtfc&fo 
(m. N- [ [(3R,S)-l-(3-7'-th^^-2.2-^-7-;P 
7n \£}V)-t-9 u 0-5- (2,3-^h^fy7i -)V)-2ri* 
* V-l ,2,3, 5-fh7h Hn-4, l-^y V>fdf ^-b'try-3 
-4*] e^.yyi/-4-»gf5rt') 3ri>W 

7n7iy^t>W^. ±M tlx 

a. mm. ^ujvvt^^y. ; jt&\l. 

h.. ny-&*&. T)V7yYyJ*. y^y'T^A^k' 

iWMii. -tu rjsa^aij tLTt±. mm. y 
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)Vi[^^y. y)lX*+r$.y. ^77*y, yN'n^ 
^y. v-hyOy%k'm\-ft>tih. ±ie r-g«^ 
ffi^^j kixa. mm. h'xftx-fc^—b&M 
M. t'^syDS^L J/frish-ymi. Pmmi. 

k LXit. rmcofc&t^^yft&ZigM-t&ft^y 
(mm. GHRH) v GH V IGF— lj 

io [ o o 8 1 ] Buia Ltzmmmm\m.mwm\m zti 
< i ) kwmmmMki. &$-Mnazm,. 

c?>£ i&&*Hmk ixa. mm. i > m&te < i > 

20 ^s^-. 2 ) jt^t* ( i ) kmmmmmk zm«izwm 
itLx%t>tih 2woimnm~mimx'cn>mm. 
^. 3) itizM ( i > kwmmmMkzmizwflfci 
xfthtih 2m?mfflcvm-&5w&x'<mffl££i5^ 

Xm*§: 4 ) ( I ) tttfflffl^Jt ^S'J^fcS 

5 ) Yt^fe ( i ) kwmmik zm«izwmt 

Lxm^Kh 2neMM<vm%h&^tmX'cr>iHffim$: 

t5\^x(?>&*j- mm. it-tm ( i ) ; mmmmmm 

3o ( i ) kmmmmnkcri&^t. s^*f 

h . m.miz x oaasa^-r?, <r t 

mm. t^ymmm (mm. ixhnyi 

ym. yn^-yyx.y. f^isy ±y\,z£Z>%mm) 

[0082] *%wr>wmjmni. m&®c7&mz 
otixmmi- h z k&x-z h . mmmmmt. mm. 
ft^* ( i ) k*3s&m%mziL&imb*. 
ymsmimmzLtitf^x. m^-rhzkazi-^xm 
40 nkztih. mm&smcoftmk Lx\t. mmmm (m 

m. xr-tfUM (vy btr-ktuz^tt) . mi. mi 
m. m. mum mm.~?4 7u*y*±)vt£Z) *z 
&mft>ti&. it&h ( i ) &£if*wjinwmmto 
\t. immtzmmum m. mm. mm. wms& 
m ) \iz^.\,z^-th £ k h . *micommm 
*+s ft^-ft ( i ) (Dtt&a. mmzfroo. i~ 

1 0 0MM%X'bZ. m-iv- 

b. mstekizzmtchifi. mm. mnwmmk 

50 LX. (*S»6 0 k g ) fctf U gP^Ji: LT. 1 0 



5 1 

3*9. (fc&fa ( i ) ) tLxm. i~5 

OOmg, *r£L<te#Jl~l OOmg, Z^zfttL 
<li5-100mgf|,i) s lBlHRHIt4)-(tT&5- 

[0083) xftwnmmffflwmMizm^tim 
mmtmzti&imt lxh. mmmttt ixm 
(o&nimh&wmmmftmmtfm^ti. mm. 
mmmzmhmm. mum. %&m. mm ■ m 
wmizmmm. mmmmm. mmim. m&it 
m. mmm. m,im%}it>m?L>t\h. ttz. &mz 
&tx. m%m. tmm\. mmi. itmi. mmm. 
wm^t'comm^m^ z tLx* s „ wmmt l 

Xli. mm. ¥L«L dm. D-vy-h-fr. rxr 
y. a~-yx?~^^ l&ik^Vv-x. m&*k*'r4m 

%b'tfmft>iih. mmttxa. mm. x^ry 
^-f F^u^^t>w^s. ^mttxu. m 

m. &&*:/\/u-X. Sit. D-7y"h-;K 
^^M^o-x^r h y ^M^H^mf^itl . Jb 
?--rhy>>A. L-h Ko^ y7nt;Hr;Pn-X^f 

*w^ft&. ^jfcLT{±. mum*. T)l 

iti. h^nrJxjm^t'^w^S. ^»»t!^JfcL 

J—)V. h>) XT OVXt^—)V. MJx 
?/-)VT$.y. mZ+bVVA. ^xygtf-MJ^i, 

&fc>w4fts. mmrnttxu. mm. xt-t 

0)Uh V*9S-/VT$y. 5?y>HiHW-r y«>A. 

-b 'J y^t'^mamn ■, mm. tx/wr^ri-* 

s 
d 

dd 
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is^hy^A. ^v-tvy. D-vyxh- 
^*4f*aWf4.*i*. HWHfcLTtt. flxfcf. yy& 
#3&1£. ^xygri§^t'<7)^*?g^i:W 

ift>ti&. mmmt lxh. mm. <y&jn,T*a 
10 -A*zimrt>tu. mmmtLXM. mm. >^ 

^^MMM^x^jum. ?nu7?j-)V. <yi? 
>VTfra~)V. 7x^f;P7;l'3-^, ft KngfflL 

viv\Lym%zimft>ixh. mmtLxte. mt 
tr. mzm&. TXDvvym&mmfbtiz. 
s>Jt lxm. mm. ^m>&m9~i\^M w. &m 

ftl-t*JJ:tf2-*$rir*>*HMS8) „ 

JS) . 5<3*fe* (#L p-iju+y. ?uuy<iv. K 

20 y#?) ^t'^wt^i.. tr*«it lx\±. mm. 

[0084] 

mm. mm. m&miz^xmLKwimztL&tf. 

m*mtL%^max'm.2itxi>x\,\ vxreym 
m. r^gj «o^v^l3ox:^*l. 

m<vmiizim7ffimvy*^A£ttim*m£i- h 

30 y>A£ffl^jt. r%j {i^ieL^v^OSS^t— fey 

a. gfeitzm-. jFtmaix^fhMi. 7-yx^ 

FAB^^JiAPC ItlOa^L 
[0085] ^JSC+T-fflV^ixTV^^^cOie^JJT 



v-y^U yh (singlet) 
yyV'/Y (doublet) 
yflVy/V yh (double doublet) 
dt : fyjUhVTl/y h (doub 1 e triplet) 
t : h (triplet) 

q : ?Wlf7h (quartet) 
sep: -k7f7h (septe t) 
m : v;^TV vKmultiplet) 
b r : r/n-K (broad) 

J : A v7V yy%& (coupling constant) 
Hz : ^y(Hertz) 
CDC 1 3 : fi^nntf/PA 
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DMSO 
THF 
DMF 
DMSO 
WSC 

1 H-NMR 
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N, N-^^^;WaT$K 



I R 
Me 
E t 
HOB t 
HOAt 
I PE : 



: 1 - h Fa^ y- 1 H-O/hUTV'^ 



[0086] 
[fc8] 

Me i 



Me 



^^NT O^O 



20 



H 



4>Y~)V (50 g) cogftg (200 -L) ^{C^T^fV 

rntr^rsy (27.8g) fcjrt^zr-t r-TA-T-'t f 

(21.9 g) (T)Y)V^y (50 nL) JSSfc&fti*.,. 2B^fii# 
U:flL 3Bfg&3«T'jfcSL*: 0 KJfrffefc** (500 m 
Lh BKX?-/K70 nL) -;*lDi.T4MRt3t. 1T«S«£* 
(70 *L) T»ajLfc. «ltiJ?S<C*Jf£fJHi\ *&T\ 8 

Sgx^;K300 nL) -C»ffiLft. *Jl£gtSgx^/l, (100 
A) "CttfflLfcft, »aHRfc-ft««*flWT. * (200 
■L) TifcfrU «EBT7^^At«iLfc. MET 

WBLTftA>*ifc3as*lPETa»LT. WMitaftt (5 

5.8g, JK$64.6%) 

'H-NMR (CDC1 3 ) d 1.07 (3H, d, J = 6.4 Hz), 1.08 
(3H, d, J = 5.8 Hz), 1.51 (3H, d, J = 6.6 Hz), 1.6 
4 (1H, brs), 2.87 (1H, sep, J = 6.2 Hz), 4-26(lH, 
q, J = 6.6 Hz), 7.07 - 7.23 (311, n), 7.37 (1H, dd, 

J = 1.4, 7.8 Hz), 7.71 (1H, dd, J = 1.2, 7.2 Hz), 

8.15 (1H, brs). 

IR(KBr) 3414, 2967, 1456, 741 or' 
##0!2 

(2RS, 3SR)-3-(lH--f y >V)-2-- hz>7?y 

l<t9] * 



30 



40 



H 



N-[1-(1IM >H-;l-3-^Wif;W+4 VTDhVP 
7XUSy-2-T$> (20.23 g) Or^xy (200 nL) $ 
mZ-hXJWffiJl-fr (11.91 g) khVm-/\sT$> 

(13.94 «l) zmavmt. wmnttim. wm 
isu. &mk. Kfmtimm&m (200 «l x3h 

* (200 ml x2) tWtfSflfcfrU RKV^^A-Cffi 
«3fcx*y-^ (50 iL) ^Jnx. ^STlSBf LT*£ 

•ft^ffass-^afc^i^y (i(xw,) ^jd^t. 

ibMLti (17.68g, H*33.7%). AjKfr^U^^ 
: 4-1 : 2) THRU BttflSrHOg*;: t 

t <* *)mmfc$m d4.09g, jr*26.9%) 

'H-NMR (CDCI3) $ 1.55 (3H, d, J = 6.8 Hz), 3.56 
(3H, s), 4.18 (1H, dq.J = 8.8, 6.8 Hz), 5.44 (1H, 
d, J = 8.8 Hz), 7.10 (1H, d, J = 2.6 Hz), 7.15 - 
7.23 (2H, ■), 7.38 (1H, dd, J = 1.2, 7.8 Hz), 7.63 

(1H, dd, J = 1.4, 7.8 Hz), 8.14 (1H, brs). 
IR(KBr) 3418, 1752, 1559. 1458, 745 cr* 

[0087] ##0!3 

(2RS, 3SR) -2-7 S /-3-GH-4 V K-/k-3-f Ad79> 



Hfcio] 



Me 



O^O 
H I 



(2RS, 3SR)-3-(lH->f V V-Ar-^-A )V)-2~- Y r37? y 
m^)V (15.0 g) t hUy/^XJfm (17.6 iL) (?) 
50 ^J~)V (300 »L) mmizm.^yy^-m (3.0 
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H 



3X i 



LfcflL (250 mL) -DfflWr 'J »XMe 

(171 uol in 150 iL) ZUalZ. #»Lfc. 
0M7>t-->A7(; (100 bL) tUtfttfttttt* (10 

o «l) -emu fflst?7*is*;j»T&&i£. wmt 

(12. Og, JR*90.6%) 
iH-NMR (CDCls) S 1.32 (3H, d, J = 7.4 Hz), 1.50 
(2H, brs), 3.68 (IH, ■), 3.74 (3H, s), 3.94 (IH, 10 
d, J = 4.0 Hz), 7.06 (IH, d, J = 1.8 Hz), 7.17 (2 

H, ddd, J = 1.2, 7.4, 8.4 Hz), 7.36 (IH, dd.J = 

I. 2, 8.4 Hz), 7.68(1H, d, J = 7.4 Hz), 8.20 (IH, b 
rs). 

IR(KBr) 2969, 1734, 1485, 1229, 743 ci"i 

mm 

(2R,3S)-2-T 5 /-3-(lH--f y K-/l^-3->f )V) 7? yjg 

[flu i] 

Me „ 

O 
I 

##0I3T# L>tlfz (2RS, 3SR)-2-T 5 7-3- (lH~f y K- 
/i^3— f ;Wr^yK7f-;H9.2 g^HPLCti 9#KLT 
&Mtt£ll8.19 g£#?t„ 

: CHRALCEL OD 50 jbdID X 500 uL 
mm : 'vSVy/x.f J-M V V ?;M-DBt®=93/7 
/0.1 30 

jS : 60 nl./min 
3 g:25°C 
& a : UV254ni 

7n^*#fCl3Hl6N 2 02 • CF3OOOH • 0.5H20 t LT 
UStf ; C, 50.70; H, 5.11; N, 7.88. 
HSHI;C, 50.91; H, 5.18; N, 7.65. 
[0088] ##fl|5 

<2S,3R)-2-7 5 /-3-(llM y )V) 7? yj& 

[ftl2] 40 

Me 
^ NH 3 
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(2RS, 3SR) -2- { ( (9H-7 V y-9->f /Py h * v") ^;p^C 

-;W T 5 y ) -3- (UM y k -;t-3-4 ;i-) 7? y&y f- 

[fcl3] 



###14 1 BSC, (2RS,3SR)-2-T5 y-3-(lH--f y F 

-;l-3-4 /P)7y y&y ^-;H9.2 g£HPLC£J: 9#)RL 

TMHfc&*8.60 gfcfcfc. 7n*^Ci3Hi 6 N 2 0 2 ■ CF3C 

OOH • O.4H2O t LT 

imM;C, 50.%; H, 5.08; N, 7.92. 

HS!lffi;C, 51.15; H, 5.26; N, 7.54. 50 



<XOJ 




(2RS, 3SR)-2-T 5 y-3-(lH->f y /P) y? y 

^yf-^ (2.32 g) t HJXf-^TSy (1.01 g) COTH 
F (20 -L) mmz9-7)l*U~/lj(1')U7uU7tv\,X- 
h (2.59 g) C7)THF (10 «L) ^SrO'CTUPi.^ (&# 
*faj) . loaHJWPLfcft. ElEMfojcfcjDi, #S?x 

y=l : 4-1 : 1) "CMWU ftBfc&ft (4.6g, JRsft 
00%) 5r#a*a&*fc LTUfc. 
1 H-NMR (CDCI3) $ 1.46 (3H, d, J = 7.4 Hz), 3.62 
(3H, s), 3.65 (IH, «),4.10 - 4.27 (IH, ■), 4.32 - 
4.39 (IH, ■), 4.68 (IH, dd, J = 5.6, 9.4 Hz), 5.36 
(IH, d, J = 9.4 Hz), 7.02 (IH, d, J = 2.6 Hz), 7. 
09 - 7.78 (13H,n), 8.05 (IH, s). 

(2R, 3S)-2- {H9ti-7)\s*U>-9-4 )VX Y^y)A)V^- 
M 7 5 y > -3-(llM y K-;t~3-f >V) 7y y&* 
[ftl4] 




MASS (APCIMASS), m/z 455 ((M+H)*). 



(2S. 3R) -2- < ( (9H-y )Vit V y-9-f ;M h * : y) i]lVi£~ 
MT^. A -3-(iiM y H-;k-3->f ;W 7y yRy f-^ 
[€15 3 




MASS (APCIMASS), «/z 455 ((M+H)*). 
[0 089] ##«?l(9 

(2RS, 3SR)-2- { {(%-y)V^y-^ )V* V * iA 
-M T 5 y > -3- (IH— f y K -;l-3-f ;k) y ^ yg? 
[ftl6] 



a/: 
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"V If 

N' O^O!? 




(2RS, 3SR) -2- { ( (9H- 7 )V* V y-9-4 )V^Y^l/)i])V^ 
-M T 5 J } -3-{lH— f > F-;l-3-4 ;W 79 y&tXj- 
)V (2.9 g) COiStt^y (100 A) ttffi£6&£iBIt 
?£?K (10 iL) iMx. . 110°CT*40B$|S-)jDl^^tJt o ft 

1*7-^=20: 1) THRU S^t^)(2.9g, JR 

'H-NMR (CDCk) S 1.47 (311, d, J = 7.0 Hz). 3.6 (1 
H, ■), 4.2 (1H, ■), 4.4 (1H, ■), 4.8 (1H ( ■). 5.4 
(1H, ■), 6.97 (1H, ■), 7.15 - 7.77 (13H, m),8.0 (1 
H, s). 

tiT^##wio-n ici m<7>tt&m±^t%m t mmiz 



(2R, 3S)-2- < ( {W-7)V* V )VX Y 3f is)1S)Vi$~ 
;W T 5 J } -3- (1H-4 y Y-)l~3-4 tV) 79 >g? 
[ftl7] 




MASS (APCIMASS), i/z 441 ((M+H) + ). 
##01111 

(2S, 3R)-2- { ( V y-9-f Y*ii/)1))Vit- 
;W T S y ) -3- (lH-f y H-;i-3-< ;P) t*? y& 
[flu 83 



Me 




H 




MASS (APCIMASS). m/z 441 [(M+H) + ). 
[0090] ##0«12 

tert-m 4- (3-y^-;P7a:/dfx) -1 
- f< U ^'y^/l^-i^- h 



[<tl 9] 



a°tr 



*Stt^bll^A,60ftlM#fi9 (0.8 g) <7)N, N-^ 
f-;P*;l/AT5K (40«L) S)SjSl:3-^f;l/7x/- 
>W (2.16 g) Sr^ffiT'Allx.. 1 54H8HWFLfc. RiBS 
t e r t -7^)V 4 - [ 



20 



30 
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ttis} - 1 -tr^y ¥y%>v#*tis7-\- (6.15 g) 
^SigtDDi. soxraioimwHBltfW:. ft® 

; ^^f^y/PKxf-;l,=30 : 1-10 : 1) TSI? 

L^sib-&ft (i.o7 g. iRmisx) zntz. 

'H-NMR (CDCb)tf : 1.47 (9H, s), 1. 67 - 1. 98 (4 
H, ■), 2.32 (3H. s), 3.27 - 3.39 (2H, ■). 3. 64 - 
10 3.76 (2H, »), 4. 49 (1H, sept, J = 3.6 Hz) .6.70 - 
6.79 (2H, ■), 7. 12-7.20 (2H, ■). 

##01113 

tert-/f;l 4- [4- 7 

x/3-i/] -l-e^y^y^^^-f 

HL2 0] 



1 O O ^2 

iH-NMR (CKh)$ : 1.47 (9H. s), 1.72 - 1.95 (4H, 
■), 3.31 - 3.43 (2H, ■), 3.62 - 3.75 (2H, ■), 4.57 
(1H, sept, J = 3.4 Hz), 4.92 (2H, s), 6.98(2H, d 
d, J = 2.0, 6.9 Hz), 7.86 (2H, dd, J = 2.1, 6.9 H 
z). 

[0091 ] ##0514 

t e r t 7^r)V 4 - [ 4 ( Ky&Uttis) 7 x 

-l-t^y^y*/!^^— h 

Ut2 1 ] 



4 (<y-JlVtt : s) y^J—)V (6.01g)„ tert 
-7+)V 4- [ {X+frXfr&zA,) -1- 
f^'Jv-'y^^^^-h (7.25 gh 1'J7i^ 
*.X7 4 y (11.8 g) <7)THF (100 iL) ISCyXf^ 
TYi''#>U$*i'J-h, 4<&h/UX.ymM (17.0 g) 

^th'j^ttii BHgx^-ciiHaiL^. ires 

40 )12r 2ffi5E7kffi^ h U *7 A*T^fe#. Lfc«» S 
- (SBffiRME ; ^Vyffi&X+^A : 1-2 : 1~ 

i:i) x-mmLwm^ (6.83 g, mm) 

iH-NMR (CDCl3)5 : 1.47 (9H, s), 1.60 - 1.96 (4H, 
■), 3.22 - 3.35 (2H, ■), 3.65 - 3.76 (211, ■), 4.32 
(1H, sept, J = 3.6 Hz), 5.01 (2H, s), 6.73- 6.93 
(4H, ■), 7.31 - 7.42 (5H, ■). 
##0(15 

50 tert-yf;l, 4 - [ 3- {^VW >V**is) ~7 



(31) 



59 

[ft2 2] 

' O 



3- 7iy-/P (4.28 gh te 

rt-7i-)V 4- [ U^XO-tfr^P) - 
l- ^'Jyy^M^^f (4.83 gh 
-WX7^y (7.87 g) OTHF (75 iL) mWJZ-J^ 
A>TVl/j))VX*\/7-V, 40Zh^x>i§ift (H.3 g) 

*S«^ 2ffl5g7KK-fb^hU»7A7KTa^. fe^L^ft. 

7 4- (BEffim ; / v^f-9-y/Bfg!X^-^=10 : 1 — 5 : 1 
-2:1) TlMLfc. »fenfc«S<0^^y-;HK(E 
(35 iL) (C2ffl^*Kft^h'J'7A* (10 bL) SrjgjST 
KWRHHfLfc. RSS^I^lSSgJgSNc (20 

(HtflL i8£S:S*LT. mmtitfn (1.80 g, JR^37 

•H-NMR (DMSO-de)S : 1.41 (9H, s), 1.42 - 1.59 (2 
H, ■), 1.80 - 1.91 (2H,n), 3.12 - 3.24 (2H, ■), 3. 
58 - 3.71 (2H, ■), 4.45 (1H, sept, J = 4.2 Hz), 6. 
32 - 6.39 (3H, .), 6.98 - 7.07 (1H, ■), 9.31 (1H, 
s). 

###116 

tert-/f^ 4- [4- ( 1H— f>5V— 5 

— f;P) 7x7drv-] -l-titj^^y?- 

[-fc2 3] 



>rY J 

1 o 



H 

N. 
II ^ 



tert-/f;l, 4- (4-y7y7x^y) -1 

-tr^ys^/i^s^-h (3.02 g) % Ts*fc*-i» 

'J»7A (1.30 g) CON, N-»f;^A7SK (30 

■«l) Eftry^^A (1.07 g) SrMia-rfln 

125°CT2BSJgff Lfc. &3flf£. RiGa&!ft**fc: 
ftft. l^^IMoC'pHSrSfcll^L*:., ttfcitRt 

sn:^(3.03 g, amm) zwz. 

X H— NMR (CDCh)S : 1.51 (9H, s), 1.71 - 2.00 (4H, 
■), 3.36 - 3.48 (2H, ■), 3.64 - 3.75 (2H, ■), 4.50 
- 4.62 (1H, »). 6.32 - 6.39 (3H, ■), 7.01 (2H, d, 
J = 8.8 Hz), 8.09 (2H, d, J = 8.4 Hz ). 
[0092] ##0117 

4- (3-X+)V7xJ*i/) e^'Ji/y • Ej£!S 
[fc2 4] 



*SH2O03-l 92682 
60 



tert-7"f;P 4- (3~*1-)I7 -\ 
i/'y#)lrX*isy-h (1.07 g) <7)*?J-)V 
(15 bL) ?§?Kfc}fMSB? (1.0 bL) SrSiSTDHi.. 6 0 

SLTSBfc^ft (0.74 g, JR*88%)£#£. 
1 H— NMR (DMSO-de) S : 1.78 - 1.90 (2H, ■), 2. 06 - 
10 2.13 (2H, ■), 2.27 (3H, s), 3.00 - 3.10 (2H, ■). 
3.18 - 3.24 (2H, ■), 4.62 (1H, sept, J = 2.4Hz), 
6.75 - 6.81 (3H, ■), 7.16 (1H, t, J = 5.4 Hz), 9.0 
9 (2H, s). 

###|18 

3- u-efjsfc^k**^) y^y->v wm, 

Hfc2 5] 

20 m.,J ho 

^-NMR (DMSO-de) S : 1.72 - 1.91 (2fl, ■), 2.00 - 
2.14 (2H, b), 3.04 - 3.20 (4H, ■), 4.56 (1H, sept, 

J = 3.2 Hz), 6.37 - 6.43 (3H, ■), 7.05 (lH.t, J = 

8.6 Hz), 8.98 (2H, s), 9.44 (1H, s). 
##01119 

4- l4-\£iy$?ZJtofr$,) «.>-t£>XfrftyTi 
[ft2 6] 



30 



1 H— NMR (DMSO-de) 8 : 1.80 - 1.96 (2H ( ■), 2.08 - 
2.20 (2H, b), 3.02 - 3.30 (4H, b), 4.78 (1H, sept, 

J = 3.6 Hz), 7.16 (2H, d, J = 8.9 Hz), 7.25(2H, 
s), 7.76 (2H, d, J = 8.8 Hz), 9.21 (2H, s). 

[0093] ##«20 

4- [4- ( 1 H-Th7Y->l<-5-J >l>) 7i Vdf 
[4t2 7] 

40 

HN^J 



„ H 



1 H— NMR (DMSO-de) d : 1.82 - 2.00 (2H, b), 2.14 - 
2.23 (2H, ■), 3.10 - 3.25 (4H, b), 4.81 (1H, sept, 
J = 3.8 Hz), 7.22 (2H, d, J = 8.8 Hz), 8.05(2H, 
d, J = 8.4 Hz). 9.09 (2H, s). 
##M21 

4- [4- (Oi/frttis) 7i7Jf-/] t^y^'y 



50 HL2 8] 



6 1 



jO"0 



1 H — NMR (DMS(HJ 6 )^ : 1.74 - 1.92 (2H, a), 2.03 - 
2.15 (2H, ■), 2.99 - 3.11 (2H, ■), 3.14 - 3.34 (2 
H, b), 4.51 (1H, sept, J = 3.4 Hz), 5.03 (2H,s), 
6.93 (4H, s), 7.30 - 7.46 (5H, ■), 9.08 (2H, s). 
###122 

4 - ( 4 -t^y i/~)Vttis) y*/—)V • JS?gJg 

^ n 

HQ 



4- [4- (^y^^i/) y x y^] tf^ys/y 

■ (3.90 g) <r>*?S-)V (40 mL) jgMfclOZ, 

>UWJ±-mk (0.4 g) SrSiSTDni., **Sffl^ 
TS»T16i$ISIJB'FW:. Uift. 

Ml -NMR (DMS0-d 6 )S : 1.74 - 1.88 (2H, b), 2.02 - 
2.10 (2H, ■), 2.99 - 3.08 (2H, m), 3.16 - 3.24 (2 
H, ■), 4.42 (1H, sept, J = 2.2 Hz), 6.67 - 6.71 (2 
H, ■), 6.78 - 6.82 (2H, ■), 9.02 (3H, s). 
[00 94]HSfcfl|l 

(2RS, 3SR)-l-( (3R)-6-? on-3-( ( y'y +)VT 5 J ) y 
;W-3,4-y'b Ko-l(2H)-*y >JX;|,)-3-(l^My^*-- 
yl-3->r;^)-l-;t^y-2-:/*yr^ > 

[fc3 0] 

Me 

1 



(32) £682 003-1 92682 

62 

gj®xf-/P-y*y-/l/=20:l M0:1) TtSU. $ 
^h.£?Mfe7t/i'7r.x£y?y-^ (20 nL) 
JWU e^y^y (0.2 nL) ^jni. s MiaT'i6B*ra«Hf 

(0.83g, IR¥49%) **ftK»*i: LT»fc. 
IR(KBr) 2971. 1644, 1487, 743 cb i 
MASS (FABMASS), b/z 425 ((M+ti)*). 

io [0095] &Tcrmmm-4iz§mcwt£mimmm 
mm 

(2S, 3R) -1- ( (3R) -6-? o 0-3- ((y^f;l/7S7)^f 
/W-3.4->-'b Kn-l(2H)-df-y D-^)-3-(lH->f y H— 
;H-^f;i/)-i-^=SfV-2-^y7Sy 

Ut3 1 ] 



(2RS. 3SR)-2- { ((9H-7/^P y-9-^f ;k* h ^ S--);&/Wf 

-/WT$y}-3-(iiM yK-^3-f;wy^yg? (2.6 

g) fcil^DMF (0.06 bL) COTHF (60 bL) ^?S^jf^i)" 
'J/^a'J F (0.63 bL) CDTHF (5 bL) miRZOVX-m 

30 bl imtxmmmmLtz. s$£thf (30 bl) k 

^fSL. l-[(3S)-6-^OD-l,2,3,4-r F5b Kn^y 

•jy-3->f;W-N,N-^f-;M^yr5y (0.90 gh k 
UNc^xh^^i-ryt-^A (0.04 g) fcit/^g? 
ft-^h'j^ ($*. 0.34 g) coTHF (10 bi.) mmzo 

SfetaSHJWf L, BUffl&m (IOO bL) fcjni. 
ttSSX^W (100 bL x2) -CtttBLfc. (100 
■L x2) . «Sfn&£* (100 bL) Tifc&U Kgr?y* 



40 



20 



IR(KBr) 2969, 1645, 1487. 741 cb 1 

mm 

(2R, 3S) -1- ( (3R) -6-? O n-3- ( ( is* <f-)UT S7)^f 
;W-3,4-^'b Hn-i(2H)-df y >j ~^)-3-(liM y K— 
71-3— f am-:** y-2-7? y r 5 y 

C-ft3 2] 



Me. 



30 



IR(KBr) 2971, 1645, 1487, 741 cr' 

mm 

(2RS, 3SR) -1- < (3S) -6- ? n a-3- ( ( =Jj( *j-)VT 5 y ) y 
^-3,4-^'h Ho-l(2H)-^y U^W-3-(llM y H— 
;i~3->f 7i-)-i-^-dE-y-2-y^yTS y 
[fl:33] 



IR(KBr) 2971, 1651, 1487, 741 cb"1 

[0 096] mam 

N-((lRS,2SR)-l-(((3R)-6-^nn-3-((^y^r$y) 
y tVI/)-3. 4->-'b Ho-1 (2H)-df y »J XA)#A#x;W- 
2-(llM y K-;l~3Mn-)TobVl0-H(i-y^-iH- 
y K-;i/-2-f ;W^;p!K-;W-4-e^u ^*y^;^t*^r 

[^3 4] 



50 



(33) 



63 



(2RS, 3SR)-l-( (3R)-6-7 DQ-3-((^ S 7 ) y 
;W-3,4-i/h Fn-K2H)-df y U-;W-3-(lH--f y K- 
;v-H^)-w/-2-y?y7Sy (0.20 g) , 1- 
(U-y ?-;p-iiM y Y-)V-2-4)V)%)VX-)V]-4.-r<^ 

WyiuVi£>W. (0.15 g) BJ;t/H0Bt (0.08 g) <T>T 

*>y—Y»)v (10 wL) mmzwsc (0.10 g) £ijni.„ m 
m (50 oL) ts,tt. »ex^ (50 tL x 2) -e*bai 

Lfc. ttajiSSr* (50 aLL (50 «L) Tfc 

fttg, (MgS04) Lfc. i«ffiTj§«£@£U »S 

xf-;W/A.df-»f>=i : l~gf®x?-/IVxy y-/P=20 : 
1) ~&miX$m&T : E>V7TXt:ftti. ZtlZisJ 
y TP bVPx-x;HTifcft L . ISfttett t LT?£3tfe 
IHM88**#fc (0.21g, JR*64Z) . 
IR(KBr) 3287. 2940. 1628, 741 en 1 
MASS (FABMASS). n/z 693 ((M+H) + ). 

[0097] MTcrmmmb-uzim^k-tmmmM 



N-( (1R, 2S)-1- ( ( (3R)-6-? P n-3- ( ( V* i-)VT 5 J ) X 
f-;W-3,4-xb FP-l(2H)-dfy "J ij )Vi£-)V)-2- 

(lH->f y F— ;!-) ra b/i/)-i-((l-y ^-;i/-i»M 
5 F 

5 ] 




IR(KBr) 3297. 2940. 1624, 1489. 1458. 741 or 1 

N- ( (IS , 2R) -1- ( ( (30-6-7 o n-3- ( ( ?*7 5 / ) * 
f-;H-3, 4-i^'b F P-l (2H)-df y 'J x;P) tfrt-tfx^J-Z- 
(UM y v-)V-i-4 )V) 7*p tr;wj-i-{ (i-^f-;P-iH-^ 
y h'-;i/-2-4 ;i-)*;i/^x;p]-4-t^'j yy#rt-**-0- 
5F 

[ft36] 



10 



20 



30 



^2003-1 92682 
64 



IR(KBr) 2938, 1624. 1489, 1458, 741 cr 1 

mm 

N-((lRS,2SR)-l-( ( (3S)-6-y PP-3-( ( *J* 1rtVT 5 J ) 
X+M-3,*-&t. Kn-l(2H)-dry 'J-/W*M-;W- 
2-(lH->f y F-/l^3->f /WTotT^]-l-((l-^f-;l-lH- 
4 y Y-fb-2-4 Ml)A'i£-)V\-k-W) 
1TSF 
[4t3 7] 

a xxyf 

Me. 



9- 

IR(KBr) 3303, 2942. 1628, 1487, 741 cr' 
[0098]HJfc#|9 

2, 2-i/7 P P-N-((1RS, 2SR)-l-( ( (3R)-6-y PP-3-( (i? 
yf-/l/T 5 7)^ f-/W-3,4-yb HP-l(2H)-Jf y ij - 
;W^;V-#=7W-2-(lH->f y K-;W-3-f;Wypb;w]T 
bFTSF ■ FU^/M-PlftB^ 
[4fc3 8] 



a rcr 



CF 3 COOH 



(2RS , 3SR) -1- ( (3R) -6- 7 P P-3- ( ( =JX $.S)*t 
;W-3. 4-^'b F P-l (2H) 7 'J -ZV)-3r (1HW y F- 

;i-3->(;W-i-^y-2-y^yT$y (30«g), 2.2-y* 

?PPfit# (11 ng) feitXHOAt (11 mg) cOi^PPy 
?y (2 «L) mmiZVSC (13 mg) SrJlIX.. ^ST'16«fia 

yppyyy£Jn;i. »lXSfc-3Ufc. SHLfcfc. 

40 (^ttffl;7k(0.03ZF'J7;WjrPfti!^)/Tbhxh 
'J^ (0.03ZF 'J 7/M-pgft££) =9 : 1-1 : 9) TW 

mix. mmtiM**&T*z)vyTxtLxwz (22 

■g, JR*48Z) . 

MASS (APCIMASS), m/z 535 ((M+H) + ). 

[0099] mmmm\^mz%m(Mtimmfe 

mtmmzLx&f&Lfz. 

mm 10 

N- ( (IRS, 2SR) -1- ( ( (3R)-6-y PP-3-( ( i^'y +)V7 5 J ) 
yf-;W-3,4-yb Fn-l(2H)-^y \)zM#Atf=M- 
50 2-(lH->f y F-A-3-4 A')7 , nt;W-2,2-y 7;p3fnr 



(34) 



65 



MASS (APCIMASS), i/z 503 ((M+H)*). 
11 

(2S)-N-[ (IRS. 2SR)-1- ( ( (3R)-? n o-3- ( ( *AT 5 
/)**JM-3,4-s;t Hn-l(2H)-^y >JxA)#A!tf- 
A]-2-(llM y F-A-3->f A):TntrA)-2-b Ko^fv 

HC4 0] 



CFjOCOH 



!|SB12 0 0 3-1 92682 
6 6 



MASS (APCIMASS) , m/z 559 [(M+H) 4 ). 
IQfeW 15 

N-[(lRS,2SR)-l-(((3R)-6-?nn-34(S^^AT$y) 
10 *f-/W-3.*-5>fc Fo-l(2H)-*y L)-A)#A*-A)- 
2- (1H--T y Y-)V-3r4 A) To b" A)-2-i h * S^T-fc h 

4 ] 



cf 3 cooh 



MASS (APCIMASS), m/z 559 [(M+H) + ). 

mm 12 

2- (T-t^TSy)-N-((lRS,2SR)-l-[((3R)-6-^on- 

3- [(^^TS y)^^;W-3,4-S/b Ku-l(2H)-^y 

Ut4 1 ] 



20 



T 

NH 



cf 3 cooh 



MASS (APCIMASS) , m/z 524 ((M+H) + ). 
[0 100]HSfcfll 13 

N- [ (IRS, 2SR) -1- [ ( (3R) -6-? o n-> ( ( ^ f^r ^ J ) 
*f-;M-3,4-$/t Ku-K2H)-^y y^;WXr;w#-;W- 
2-C1H-- f >K-^-3->f ^)rnb7W^y^>-T5 F ■ 

[ft4 2] 



CF,COOH 



MASS (APCIMASS), i/z 509 [(M+H) 4 ). 

mmm u 

N-( (IRS, 2SR)-1- ( ((3R) -6-? n n-3- ( ( f- AT 5 7 ) 
^f-A]-3,4-^*b Kn-l(2H)-*7 'J ~ A)#A*-A)- 
2-(lH— f y F-A-3-4 A)Tnt?A)-4-* b^i^yX 
T5 H • h>J7A:*nBBgig 
Hfc4 3] 



30 



40 



MASS (APCIMASS), m/z 511 ((M+H) 4 ). 
[0101] mtm 16 

N- ( (IRS . 2SR) -1- ( ( (3R) -6- 9 D D -3- ( ( V* f- AT 5 7 ) 
;*?-A)-3,4-y'b Hn-l(2H)-dE-y >J ~A-)#A-#- A)- 
2-QlM y K-A-3-4 fV)7V\Z)V)-3,3-i'*W?f 
yTSH- h'J^A^nftKg 
Hfc4 5 ] 



CFjGOOH 



MASS (APCIMASS), */z 523 ((M+H) 4 ). 
gftfl 17 

N-((lRS.2SR)-l-(( (3R)-6-? DD-3-( (i^f-AT 5 /) 
^f-A)-3,4-^*b h'n-l(2H)-^y V-)V)1})Vi$->V\- 
2-(lH— f yK— A-3-4 A)TDb°A)-5-^-fAA.^>' 
TSH • hU7A^nftKia 
[fc4 6] 



MASS (APCIMASS), «/z 537 «M+H) 4 ).|Ui$| 18N-((1R 
S, 2SR) -1- ( ( (3R) -6-? n n-3- ( ( V* f- AT S J ) X <f 
A)-3, 4->-* b H D-l (2H) y »J - >W # A#-A) -2- (1 
IM y K-A-3-4 A)7"Db-A)-2-xf-Ay^yT5 F 

Mfc4 7] 



(35) 



67 



" A 

HN O 

n 



CF3C00H 



Me 



#^2 0 0 3-1 92 682 
68 



CIjCOOH 



MASS (APCIMASS), n/z 523 ((M+H) + ]. 
[0102] 19!H(lRS.2SR)-l-(((3R)-6-7n 
o-3-C(^^TS /)^f-;W-3,4-^t KD-K2H)- 

3-7 y -;W);^*-;W-2-(iiM y F-/P-3-4 ;Wr 
a tVlO-3-7. f-A^y* >T 5 F ■ h 'J 7;k*ngtir£ 10 



MASS (APCIMASS), i/z 523 [(M+H) + ).HifeW 20 

2-7 F * v-N-((lRS,2SR)-H( (3R)-6-7 OP-3-( (^'7 

fvPT 5y)y^-;W-3,4-^'h Fn-i(2H)-^y y^;W 

^;W;K -;W)-2-(lJF^ y F-;P-3--f ;W 7*o tVW T-fe 20 

FT5F- FU7/M-uB8aS 

[ft4 9] 

Me 



CF 5 COOH 



MASS (APCIMASS), i/z 539 ((M+H) + ). 

m&m 21 

(2R) -N- ( (IRS, 2SR)-1- [ ( (3R) -6-7 n o-3- ( ( ^'7 ^ "IT 

$y)yf-;W-3,4-^'b Fn-i(2H)-3f y 
-M -2- (lH-f y F -4^-3-4 ;W 7n t/W-s-*^ V-2 
-to y ^'y^;w:K^i»- § F ■ F'J 7/M-nBt«i£ 
Hb50] 



■' ,V *N 

Mr 



40 



MASS (APCIMASS), «/z 536 ((M^) + ). 
[0103]HJ|fS22 

(2S)-N-( (IRS, 2SR)-1- ( ( (3R)-6-7 on-3- ( ( ^)VT 
57)^f-;W-3,4-vh Fn-l(2H)-*7 V-)\>)1))VX 
^;W-2-(lH--f y F-;l^-3--f ^)7ahVl/)-4-3rdfy-2 
-T^itytDVX^S. F • F y 7;M-o&S£J£ 
[€5 1] 



MASS (APCIMASS), ^z 522 (<M+H) + ). 
HJtW 23 

N-[(lRS,2SR)-l-t((3R)-6-7nn-3-[(^yf-^TS7) 
y^)-3,4-^'b FP-l(2H)-dr7 y^)#/P;K-;W- 
2-(llM y Y—Ar*-4M 7ue;H-3,3,3- F 'J 7)VJt 
o7da>7S F • F'J 7/M-ogt«J6 
[ft5 2] 



CF 3 coon 



MASS (APCIMASS), m/z 535 [(M+H) + ). 
95*feM 24 

N- ( (IRS , 2SR) -1- [ ( (3R)-6- 7 O D-3- ( ( S J* +)VT 5 7 ) 
7 ^-/W-3, 4-^*b Fn-1 (2H)-=*7 »J -)V)i))VX-)W 
2-CUM y F-;l^-3--f ;W7ne;W-lH-t:u-;P-2-* 
JWWpfrS F • F 'J 7 >ktnft«fi 



Q" 1 



CF,COOH 



30 MASS (APCIMASS), «/z 518 ((M+H) 4 ). 
[01 04] SUSP! 25 

N- [(1RS,2SR)-1- [( (3R)-6-7 DO-3-[ (is* ^JlT S 7) 
7^-/10-3,4-^ Fo-l(2H)-dr7 y-A^A-tf-ZW- 
2-(lH->f y Y-)V--5-4)V)7W)V)-2-7)V7tuKyX 
TSF • F>j7;M-nH«HS 
[<t54] 



CF3COOH 



MASS (APCIMASS) , */z 547 ((M+H) + ). 
N-[(lRS > 2SR)-l-[((3R)-6-^PP-3-[(> ? ^^rSy) 
2-(lH->f y K— ^3->f ;W7nt;M-2,6-y7;WP< 
Ht5 5] 



69 



(36) 



^2 0 03-1 92 682 
70 



2CF,OX)H 



MASS (APCIMASS), m/z 565 ((M+H)*) . 

mm 27 

N-( (IRS, 2SR)-1- ( ( (3R) -6-7 no-3- ( (i^ 5 7 ) 
PW)-3,4-yb Kn-l(2H)-^7 'J -)\,)jt))VX-M- 
2-(m->f y F-;W-3-4 ;i/)Tu&i^)-3-7;Wa'<yX 10 

HL5 6] 




MASS (APCIMASS), m/z 547 ((M+H)*). 
[0105] mm 28 

N-{ (IRS, 2SR)-1- ( ( (3R) -6-? P P-3- ( ( ^ f-/WT 5 / ) 20 
^f-;W-3,4-^*t Ka-i(2H)-^y v=jv)i»v-$=.iV\- 
2-(lH— f y h'-;P-3--f )V)Tu\:)V\-2,\- s Jy)V^U< 

Hb5 7] 




30 

MASS (APCIMASS), m/z 565 ((M+H)*). 
Hfcfll 29 

N-l (IRS. 2SR)-1- ( ( (3R) -6-? n p-3- ( ( SSX j-)VT $ A 
j*W\-3.4-ist Kn-l(2H)-4f J 0 -)V) tifr&^M- 
2-(lH--f V Y—)V--5-4 )V)7n bVM -2-* ^rlV-3r~7 7 




40 



MASS (APCIMASS), m/z 533 ((M+H) + ). 
HifiPi 30 

N- ( (IRS, 2SR)-1- [ ( (3R) -6-? P P-3- ( ( *J* 1~)VT 5 J ) 
^^-;H-3,4-vh HP-l(2II)-^y »J 
2-(lH— f y K-;P<-3-4 ;W7n tf/M-llM 5 W-)V- 
\-i})Vif^^ ¥ ■ y't- 'J 
[fll593 



MASS (APCIMASS), m/z 519 ((M+H) + ). 
[O1O6]S?J60!I31 

N-t(lRS,2SR)-l-(((3R)-6-^Pn-3-((> ; ^^T5y) 

^f-;W-3,4-^'b HD-i(2H)-^y \)=Mirfi<$=M- 
2-(liM y ;W7n t;W-5-** 7-1-7 x 

~;k-3-b°p 'J >?y^;^df-^S F - MJ 7/^P»® 

HL6 0] 




CTjOOOH 



MASS (APCIMASS), «/z 612 ((M+H) + ). 

mm 32 

1-Tb^-N- ( (IRS, 2SR) -1- [ ( (3R) -6- 9 P P-3- ( ( *s* 
f-^TS J)Xi~)VySA-i?t HP-l(2H)-df J >J zaV) 
^^^-;U]-2-(lH->f y F— f ;H7n K/W-4-t 

^yyy^/MWS F - hVy>i>*r3Wm& 
lite l ] 




MASS (APCIMASS), m/z 578 ((M+H)*). 

mm 33 

N-[(lRS,2SR)-l-(((3R)-6-^PP-3-((>-'yf-;l-r5y) 

*?7W-3,4-S/ ? t Fp-K2H)-^/ »J -;W#/i/s}fcvM- 
2- (1H— f y F— /^-3-4 ;W TP bVW-l-* f-/!-^? P7° 

[Yt6 2] 




MASS (APCIMASS), */z 507 ((M+H) + ). 
[0 107]Hfcfl|34 

N-((lRS,2SR)-l-(((3R)-6-^PP-3-((y*^^r5y) 
^-t;H-3,4->-*b FP-l(2H)-*y y -;P)^;^-;W]- 
2-(lH-f y F— ;WTPbVW-2-^ryTb h7 
$ F ■ MI 7^M-aBRt 
[€6 3] 



7 1 



(37) 



003-1 92682 



72 



CF,OOOH 



MASS (APCIMASS), i/z 492 ((M+H) + ]. 

mm 35 

N-f (IRS, 2SRM- ( ((3R)-6-y on-3- [( >-*y f-A'T 5 7 ) 
Xi-MSA-^h Ko-l(2H)-^y >J^)*;|/^;W- 
2-(lH— f y K-/W-3-4 ;Hy"ntVl/)-3-y h^y/PA' 10 
yTS F h^^nfifi 
Hk6 4] 



MASS (APCIMASS) „ m/z 511 [(M4H)+]. 

mmm 36 

N- ( (IRS, 2SR) -1- ( ( (3R) -6-? n n-> [ ( ^ 5 7) 20 

2-(UM y K-;ly-3->f /W7nW-3-Uf;W)7 
oa>7S p ■ h y^jM-nlHIS 

ULJ 

Me 



MASS (APCIMASS) , m/z 527 [(M+H) + ). 
[0 108]|Ufcfll37 

N- [ (IRS, 2SR) »1- ( ( (3R) -6-? n n-3- [ ( i?* +)V7 5 y ) 

2-(lH->f y K-;P-3->f ;Wyntf;H-2-(S/^^T5 
y)T-fehTS K ■ ^>U^;^nj 



30 



2cf 3 cooh 



MASS (APCIMASS), «/z 519 ((M+H) + ). 

mm 39 

N-((lRS,2SR)-l-(((3R)-6-^nn-3-((^^-;kTSy) 
^ f-;H-3,4-^'b Kn-l(2H)-df-y D -/l^A^-^}- 
2-(llM y F-;W3-^;P)Tnt;W-2,2-^f-;PTn 

Hfc6 8] 



f cocoon 

MASS (APCIMASS), m/z 509 [(M+H) + ). 

mm 40 

ff-((lRS,2SR)-l-[((3R)-6-^nn-3-((S/'y^T$y) 
y ^;W-3,4-^b Ko-l(2H)-^y V—MtifoftZLM- 
2- (1H-- f v K-^3->f M 7n tr;M ^ ? CKv^y^ 
/l^ifS K - b y 



C? 3 COOH 



6 



MASS (APCIMASS), m/z 535 [(M+H) + ). 

[0109] mm 41 

N-((lRS,2SR)-l-(((3R)-6-yno-3-((^f-/WT5y) 

^^-3,4-^ Hn-i(2H)-^y U-7i/)^;w^-;W- 
2-(lH--f y K-;l^3-f;^)7°ot;W-4-7x y^f v--l- 

Hfc7 0] 



40 



0 



MASS (APCIMASS), i/z 510 ((M4H) + ). 

mm 38 

N- ( (IRS, 2SR) -1- ( ( (3R) -fr? a P-3- ( ( V* &)VT 5 7 ) 
^i~)l)-3A- : Jh h'D-l(2H)-df 7 'J^)^/W^-;W- 
2-(UM>'K-;I-3-f^)7 > ne;W-3-75r$ K • b 

[ft67] 



(2RS, 3SR) -1- ((3R)-6-7 nn-3- f-^T 5 y Mf- 
;l/]-3,4-^t Fn-l(2H)-3f y »J-^)-3-(lH->f y F— 

/^-w-i-^y^-^yyTsy (0.20 g)t^M 
yynbvi'X^TSy (0.12 «l) cor-th-M^ 
(10 iL) *»TDaBW.N' -^'xy^y-f 5^ 

(0.18 g) Sr»U 30^^#L/t„ iOj«W[fc4-7 

xy^fc^'ji/y igg&is (0.15 g) ty>(y7ot 

rt-xf-rt^y (0.25 iL) or-th-hy* (2 d.) 

50 «B»**?&T«aptfc. ras»»[*^aTi6«NaHWP 



(38) 



73 



u 5%]m#arh)}*>J4ffi, (so bd wat. mm 

x^THfiflLfe. ttai?SSr* (50 mL), 

(50 iL) Tftfrt*. (MgS04) Lfc. JSffiT'jWt* 

9*U HaE*r^S^5^nvh^97-f- (K 

; B®x^/iV\3-lfy=l : 
7-^=20: 1) tlMSLTitfert^r^S^fe. 

LTItfyi*R»*£fc;fc (0.18 g, JDUK1X) . 
IR(KBr) 3299, 2934, 1626, 1489. 1229, 1040 or 1 
MASS (FABMASS), a/z 628 (<M+H) + ). 10 
[0110] OT<7)HifeW42-44tlEa£7Kb^«illSS 
0Wl£|t*Kfc:LT-&j£Ui. 
HftKI 42 

N-((lR,2S)-l-(((3R)-6-^on-3-[(^^T5/)^ 
4-y*b H n-1 (2H)-^r / V -)V) i)^=M-2- 
(1H-- f y h*-/t^-3--f ;U) /n b;i/|-4-7 x y y-i-b 

[fc7 1 ] 

20 



0 

IR(KBr) 2938, 1628, 1489, 1229, 1040, 743, 694 c. 

-l 

mum 43 

N-( (IS, 2R) -1- ( ( (3R)-6-7 D n-3- ( (S^c 5 J ) y 
f-/W-3,4-xb KD-l(2H)-df 7 'J r^)^k#^/H-2- 
(1H-- f y K-JlrHWTO e/W-4-7 xy^f^-l-t 30 

[41:7 2] 

a xxrr 



0 

IR(KBr) 2932, 1626, 1489, 1229, 1040, 743, 694 ci 

-l 

mm 44 

N-((lRS,2SR)-l-(((3S)-6-y 00-3-((^ ^;PTS 7) 

yf-/W)-3,4-y*t Fn-l(2H)-*y 

2-(iH--f y k-^-3--< ;H7nW)-4-7x y=*y-i- 

[<ft7 3 ] 



40 



^2 0 0 3- 
74 



192682 



0 



IR(KBr) 2938, 1626, 1489, 1229, 743, 693 cr' 

[oiiii msm 45 

N-y^;p-N' -((lRS,2SR)-l-(((3R)-6-yno-3-((^'y 
f-^TS y)y.^U)-3,4->-*b Fn-l(2H)-3f y »=.>V) 
J))VX-)\/]-2- (lH->f y K-;t~3->f ;W7n b/M ? P 

[4H74] 



(2RS , 3SR) -1- ( (3R) -6- ? O o-3- ( ( V* +)VT 5 y ) y * 
;W-3,4-^'b Ko-l(2H)-^y U -;W)-3-(lH--f y H— 

;w-3-4 ;t-)-i-*3f v-2-7y yr $ y (20 ig) k y 

7n b^XfvPT S y (0. 016 «L) <DTb 1- — b 'J )V 

(1.5 i) assst. *^TkSn,n' -^'xyyy>f$£/ 
^ (13 ag) SS&JoU MJHSHBfFU:. £*>»»fc:/ 
f-^TSy (4.1 mg) ty>fy7Dt;Hf;l,7S> 
(0.016 mL) cOTbh^HJA, (0.5 nl.) i§a6E2:*ft 
TSfiSnLfc. R£?^£i[&T'10!$|^#LJt. MffiT 
»K*S*LfcflL McTfctat^nnyyyfcjD 

<0.03XhU7/M-nffl«£) /T-feh-M;^ (0.03Z 

1- U 7^aftt) =9 : 1-1 : 9) tfif^LT. 
it^Viim&T^yTXtLXfttz (23.5 «g, )R*7 
8Z) . 

MASS (APCIMASS), m/z 525 ((M+H) + ). 

[0112] &r<7)mm^u(foffigt^iiflisim 
mm 46 

H-(dRs,2SR)-i-[((3R)-6-y no-3-( ( yy s y ) 
y ^;W-3, 4-y'b Kn-i (2ii)-^y 'J -;w)^;p^;W- 

2- OUM y K-;k-HW7ne/H-N' -(y?n\^f 
^ ;i^y f-;w) »7 U T • h 'J 7 ;W^-ai^KS 

[4"t7 5 ] 



CFjCOOH 



UN 



6 



50 MASS (APCIMASS), >/z 564 [(M+H) + ). 



(39) ^2 0 03-1 9268 2 

75 76 

47 MASS (APCIMASS), m/z 552 ((M+H) + ). 

Yh**i?AHC -{(m,2SR)-l-{((3R)-6-^ati-3-[(iy' Hifcfll 51 

X^~)VT$.J)X^)V\-3,A-i/\. Kn-l(2H)-3f7D^ N-[(lRS,2SR)-l-(((3R)-6-^na-3-((^f-;PT5y) 

;P)^;l^*'n;P]-2-(lH-^ y K-/P-3-4 ^TntVP] •> ^^l/]-3,4-^'b Ko-i(2H)-^7 U^W^/l/xK^H- 

lyr - h'J 77M-ngW£!S 2- (11M y K-;W-3-f To tVH-N 1 -(l-x^i/T- 




MASS (APCIMASS), «/z 558 [(M+H) + ). 
48 

N- ( (IRS, 2SR)-1- ( ( (3R) -6-? n n-3- ( ( ^-/I-T* S 7 ) 
^f-^)-3,4-^'h h'n-l(2H)-^7 y -)i>)1i)VX=.)V\- 
2-(lH-f > K-;P-3->f >V)Tu f/W-N' -(2-^ h^fi/ 

x^-;i/) vut - hvy >u*vmm& 



Me 



20 



CF 3 COQH 



MASS (APCIMASS), i/z 526 ((M+H) + ). 
[0 1 13] ^0149 

N-( (IRS, 2SR)-1- ( ((3R) -6-7 ora-3- ( ( jTX ^-)VT S / ) 

^■f;P)-3,4-yt KD-l(2H)-df 7 y 

2- (1H-- f y K-;W-3-^f ;W 7" n bVW -N ' - (3- t* f-^f- 

*)rnew^u7 • h y ummu 

[ft7 8] 

Me 



30 



r 



CF3C00H. 



MASS (APCIMASS) , m/z 556 ((M+H)*). 

mmm 50 

N-((lRS,29l)-l-[((3R)-6-^nn-3-((^f-^7Sy) 

2-(lH->f y K— ^-3— f MrnttW-N' -(f b5t F 
n-2-7 V VT ■ h I) y)Vit^Wm 



CF 3 COOH 



40 



MASS (APCIMASS) , ^z 538 C(MtH) + ). 

[0114] mm 52 

N-[(lRS,2SR)-l-(((3R)-6-7nn-3-[(^^T57) 
^f-/W-3.4-^'t Fo-l(2H)-^7 0=M#A&zM- 
2-(lH--f y F-jlrHWTnW -(2-7nf_ 
/l^VT ■ h 'J 7^oBKJg 
Hfc8 1 ] 



CF 3 COOH 



MASS (APCIMASS), i/z 506 ((M+H) + ). 
SUfclft 53 

N-((lRS,2SR)-l-(((3R)-6-7nn-3-((^^TS7) 
Xf-/W-3,4-:/h Kn-l(2H)-*7 »J-;W*^*'^;W- 
2-(llM y K— ;i/-3->f ;W7nt;W-fl' -(2,3-^'b H 



a-iH-f y 
[ft8 2] 



CF 3 COOH 



MASS (APCIMASS), 584 ((M+H) + ). 
mm 54 

N-((lRS,2SR)-l-(((3R)-6-^on-3-((^^7S7) 
T^/W-3, 4-S/t h'o-1 (2H)-df 7 y -;P)#/M<-/H- 
2-(lH— f y K-A-H;W7ne;H-H' -C3-4 V Tn 

HL8 3] 



CFjCOOH 



r 



50 MASS (APCIMASS), «/z 568 ((M+H) + ). 



(40) 



003 192682 



77 

[on 5}9mm 55 

N- ( (IRS, 2SR)-1- ( ( (3R) -6-y n n-3- ( ( i?* 1-)VT $ J ) 
^^H-3,4-^t Hn-l(2H)-^y !J -lV)i))Vit-)V\- 
2- (1H-- f y K-/1/-3-4 r n fcVP) -N ' - 0- (2-** V 
-l-tD'jy^rpt^^i/T • by^M-nBK 

Hk8 4] 



CF 3 COOH 



MASS (APCIMASS). i/z 593 ((M+H) + ). 

mmm 56 

N' -((lRS,2SR)-l-(((3R)-6-^no-3-((^^T$ 
y)^f-/W-3,4-i^h Ku-l (2H)-df 7 U 
/H-2-UIM y K-;P-3->f ;W TP tVl^l-N, N-t*X (2- 

y h^rv-x^w^i^r • h y 7^=to#s*g 



10 



20 



CF 3 COOH 



MASS (APCIMASS), i/z 584 ((M+iI) + ). 
HiSW 57 

N- [ (IRS, 2SR)-1- ( ( (3R) DD-3- ( fvPT 5 V ) 
yf-/H-3,4-vh Kn-l(2H)-*y >J^)4A^H^]- 
2-(lH--Y V K— f W7nt;H^,4-yh Ko-2(l 

H)-^f y u y^/p**-?* K - h 'J 7;M-nl 

[-fH8 6 ] 



30 



MASS (APCIMASS), m/z 584 ((M+H)*). 
[01 16]iUfc0l| 58 

Ni -( (1RS,2SR) -1- [ ( (3R)-6-? OD-3-( ( i?jt ^)VT 5 
y)^f-^)-3.4-i/b Fn-l(2H)-*y »J x;W)#/P*x 
M-2-01M y K-^^f/WrnW-l^-t^y 
WHfirifr*^ Y ■ Y 'J 7^:tn#I?Jg 
[fc8 7 ] 



40 



78 



.9. 



MASS (APCIMASS), m/z 579 ((M+H)*). 
93S0i 59 

N-((lRS,2SR)-l-(( (3R)-6-y nn-3-( (^ +)VT 5 7 ) 
y f-;W-3,4-^'t Kn-l(2H)-3-y 'J-^)*;P*'-;W- 
2-(ih— f y K-;P-3-^;k)7 , ntr;W-4-^-3j-^;W7 * y 

Ht88] 



cf 3 cooh 



HN T 0 

0 



MASS (APCIMASS), m/z 554 ((M+H)*). 

imm 60 

N-^y^A- N" -KlRS,2SR)-l-(((3R)-6-^00-3- 
((^f-;P-T5y)^f-;H-3.4-vt Kn-l(2H)-df y D 
#;l'#-/W-2-(lH-4 y K )V) To hVl/| 

-N-y 1-)V*7VT ■ y y 7^oftigtg 

[it8 9] 



cp 3 cooe 



MASS (APCIMASS), 572 ((M+H)*)- 
[0117] 61 

N ' - ( (IRS, 2SR) -1- ( ( (3R) -6-? n n-3- ( ( ^'y ^)VT 5 
y)yf-;W-3,4-xt Ku-l(2H)-^-y V=.)V)it))ViZ~ 
;W-2-(lH— ( y Y—>V~3-4 ;W7ne/l/)-N-xf;i-N- 

(2-y r^xf-Tw^iyr ■ hv?>i*rimwm 
Ht:9 0] 



CF3COOH 



r 



50 



MASS (APCIMASS), m/z 554 ((M+H) + ). 
mm 62 

N-((lRS,2SR)-l-r( (3R)-6-^ nn-3-( (i/'y S y ) 
yf-7W-3,4-vh h*n-l(2H)-^y yrLA);$;P*-;p]- 
2-(lH— f y F-^H;W7o W-4- ; t/l'7 1 y y# 



(41) 



79 



[ft 9 1 ] 



Y 

0 



MASS (APCIMASS), m/z 538 ((M+H)*). 
H3fc0l63 

N-[(lRS,2SR)-l-(((3R)-6-^nn-3-((^^rSy) 

p{^;H-3,4-^b Ko-i(2H)-^y 'J 

2-(lH— f y ;K7n hVW ^^tH o-2(l 

hw ydf-y y >ii)vx**r 5 h ■ h y 77^0^^ 

Hfc9 2] 



T cf^cooh 



10 



MASS (APCIMASS) , m/z 590 ((M+H) + ). 
[0 1 18] 9mm 64 

N-( (IRS, 2SR)-1- [ ( (3R) -6-? no-3-((y7 f-^T 5 7 ) 

X+M-iA-Vt Ka-i(2i)-Jfy y 

2-(llW y h'-;W-3-f ;H7n hVW-N' -EMS**** 

Ht9 3] 



20 



2CF 3 COOH 



30 



MASS (APCIMASS), m/z 539 C(M+H)*) . 

N-( (IRS, 2SR)-1- ( ( (3R) -fr-9 U U-3- ( ( f-^T S J ) 

^f-;W-3,4-^'t Ko-l(2H)-^y y 

2-(lH->f >• K— 7k-3— f ;W/nt;W-N' _(3-(^ X f-;P 

Ht9 4 ] 



2CF 3 COOH 



40 



MASS (APCIMASS), i/z 581 ((M+fl)*) . 
HftH 66 

N-( (IRS, 2SR)-1- ( ( (3R) -6-? no-3- ( fVPT $ J) 
t+M-lA-iSt Fo-l(2H)-*/ V-)V)1})VX-)Vl- 
2-(lH— f >- K-^-3-f ;W)Tntf;W-N- -[2-Ol-t^y 



45IS2 0 0 3-1 9 2682 
80 

[fc9 5] 



2CF,COOB 



MASS (APCIMASS) , i/z 579 ((M+HH. 
[0119] HJfcfll 67 

N-((lRS,2SR)-l-[((3R)-6-^OD-3-((^^TS7) 
^f-/W-3,4-^'b Kn-l(2H)-^y »J:^W;$7MfcyW- 
2-01IM y K-/P-3-4 /W7"ntf;W-N' -[2-(4-=E^7 
* y^)x^;H^i^7* ■ y 7;M-n»i£E 
[ft9 6] 



2CF,C00H 



MASS (APCIMASS), m/z 581 ((M+H) + ). 
11^^168 

N- [(IRS, 2SR) -1- ( ( (3R)-6-? a n-3-( ( ^ *f-)V7 5 7 ) 
^f-;W-3.4-y t Kn-i(2H)-^y Vz&)$Mt=M- 
2-(iH->f y K-;P-3— f ti>) yu e;w-N' -(2-t y V— 

Ut 9 7 ] 



a 

Me 



6 



2cf 3 cooh 



MASS (APCIMASS), «/z 559 ((M+H) + ). 
Kte«69 

N-[(lRS,2SR)-l-[((3R)-6-^nn-3-((^f-^T5y) 
**/|/]-3.4-vh h'D-l(2H)-3f y V-)V)1l)V1t-M- 
2-(\W-4yY—)W5-4)V)7u\:)V\-W -[3-(lH— f S 

Is 

[ft9 8] 



HM^O 
EOT 



50 



MASS (APCIMASS), i/z 576 [(M+H) + ). 
[0 1 20] 1^0170 



(42) 



81 

N-( (IRS. 2S0-1- [ ( (3R) -6- 9 n n-3- [ f-A-T S A 

2-01M y Y~t\r-3-A W7nbk)-N' -{2-(i?A V7 
nt/l^TS /)xf-;P)?P7 • y 7*:tna#« 
[fc99] 



r^ 1 



HN 



MASS (APCIMASS), n/z 595 [(M+H) + J. 
mm 71 

N- ( (IRS, 2SRM- ( ( (3R) -6-? O ( ( is* S / ) 

2-(iH->f y Y-)W5-i jwrn ttM-N' -(4-try 
[ftioo] 



a. 

Mr 



20 



30 



2CF 3 COOH 



MASS (APCIMASS) , i/z 559 «M+H) + ). 

mm 72 

N-( (IRS, 2SR) -1- [ ( (3R) -6-? n n-3- f ( *?jt j-)VT 5 y ) 
Xf7l/|-3,4-xh Ho-l(2H)-^y U^;W^;^-/W- 
2-(lH— f y F-/P-3-4 *)7ot*H' -(3-trys^ 
W ■ i?h 'J y;ktufi8££ 

[fcl 01] 



2CF 3 COOH 



MASS (APCIMASS), i/z 559 (<M+H) + ). 
[0121] ISfttfl 73 

N- ( (IRS. 2SR)-1- [ ( (3R) -6-? n 0-3- ( ( V* j~)VT 5 y ) 40 
y^)-3,4-y't Hu-l(2H)-^r/ »J -/^);&/^Ji^-;^)- 
2-(l^M V K-;l/-3--f ^)7nW-4-If/H-t^ 

[fti02] 

Kfc 



2CF3COOH 



IT 



82 



2003-1 92682 



MASS (APCIMASS), m/z 565 ((M+H) + ). 

mm 74 

N-l(lRS,2SR)-l-[((3R)-6-^nn-3-((^'yf-/PTS>') 
X*7M-3,*-5>h Kn-l(2H)-*y \)=M#A>&z*>)- 
2-UiM y F-;P-3-^;P)yQtvW-4-y f-;i^i,4-y 
T^y-i-^/i^irS K • S/> y 77M-nffl«fi 
[ftl0 3] 



a 

Me 



Me 



10 



o 



2CT 3 COOH 



N 

Mr 



MASS (APCIMASS). m/z 565 «M+1I) + ). 
33tfl 75 

(2R)-N-[(lRS,2SR)-l-(((3R)-6-^on-3-((v ; y^;l-T 

5 /)y f-/i/)-3,4-y't Hn-i (2H)-^y y -;p)^;k# 
n/W-2-(lB-> f y H-;P-3-f ^)7"Dh-;W-2-(l-h°n 
yy-^^^W-i-h-Dy^'y^^^s h ■ i^y 

HK104] 



a 

Me. 



MASS (APCIMASS). m/z 605 ((MHI) + ). 
[012 2] HM5« 76 

N-[(lRS.2SR)-l-(((3R)-6-^DP-3-((i/y f-^T 5 y) 
yf-;W-3,4-^'h h'D-l(2H)-dfy y -;P)^yP^'-;W- 
2-(lH--f y Y—>\r-y-A ;Wrntr;W-4-(l-tfny 
;W-l-f<y i/y^;i/,-K^D-$ F ■ ^'b 'J yrt^oBIS! 

HL10 5] 



0 



2CF 3 COCH 



MASS (APCIMASS). «/z 605 ((M+H) + ). 

mm 77 

N' -( (IRS, 2SR)-l-( ( (3R)-6-^ no-3-( (i^'y -1~)VT 5 

y)y ^;W-3,4-^*h Kn-i(2H)-*y 
)V)-2-{W-A y K-^-3-4 /W^nt/W-l.S-t-^y V 
>Vi])\>#*lr* Y - h 'J y;M-o| 
Htl06] 



50 



83 

a XX a r£ 



CF3C00H 



MASS (APCIMASS), m/z 579 ((M+H)*). 
HSfcfll78 

N-( (IRS, 2SR)-1- ( ( (3R) -6-7 nn-> [ ( 1-)VT 5 J ) 
^f-;p]-3,4-^'h b'n-i(2H)-df-y y ^)#;p#-/M- 
2-QlM > A-)yntr;P)-4-(3-( h »J 

[ftl 07] 



(4 3) #^2 0 0 3-192682 

84 

N-((lRS,2SR)-l-(((3R)-6-^nn-3-((^^TSy) 
**-A0-3.4-3*b h'D-l(2H)-^y >Jz:;W)^;l/4v'-;W)- 
2-UiM y K-;k3-f;H7ne^)-4-(3-> 

[ftl 10] 



" 0 



6^ 



MASS (APCIMASS), i/z 681 ((M+H) + ). 
[0 12 3]^»^79 

4-(4-T-tef-;l--7 x " fo) -N- ( (IRS, 2SR) -1- (( (3R)-6-? 
nn-3-((y7W 5 /)^f-;W-3,4-^'h Fo-l(2H) 

»J -^)^;wsK-;W-2-(ih-< y /W t 

[-fbl0 8] 



0 



30 



2CF.C00B 



U. O 

MASS (APCIMASS), m/z 655 ((M+H) + ). 

msm 80 

N-((lRS,2SR)-l-(((3R)-6-^no-3-((^f-^TSy) 

y-?-;W-3.4-^'b Ho-i(2fl)-^-y >J^/i/)#/MJ-;W- 

2-(lH— f y F-;I^-3-^f ;WTntf;W-4-(2-y UD7 x 
-;k)-l-e^^i/*y^;P^D-S H - =Jh U 7;^dS 40 



[ftl 09] 



a X0 

0 



fcfe 



2CF 3 CXX)H 



MASS (APCIMASS), m/z 647 (OWI)*). 
ISfe^Sl 



10 



ix 0 



2CF,COOH 



MASS (APCIMASS), m/z 643 ((M+H) + ). 
[0 1 24] mm 82 

N-((lRS,2SR)-l-(((3R)-6-^DQ-3-((^^r$y) 
^■f-;W-3,4-^b HD-l(2H)-^y y^)**^)- 
2-(iH--f y K-;l~3-^;l/)7°Dt;W-4-(3-^OD7x 
-jW-i-b^^ytfA^ifS K • v*M)7;^o» 



20 Hki 1 1 ] 



"no 



Me 



6 a 



2CF 3 COOH 



MASS (APCIMASS) , i/z 647 ((M+H) + ). 

N-[(lRS,2SR)-l-[((3R)-6-^nn-3-((^^TSy) 
^^W-3,4-^*b Kn-i(2H)-^y y-A0#/W?-;W- 
2- (11M > K-;l-3->f ;W 7"nbT;W-4-(2-^ +)V? x 

12] 



2CF 3 COOH 



MASS (APCIMASS), m/z 627 ((M+H) + ). 
SHOT 84 

N-((lRS,2SR)-l-(((3R)-6-^nn-3-((^^T = 7) 
yf-;W-3,4-vb Ko-l(2H)-^y >J-^)^;^-;W- 
2-(llM y K-;hHWrne;W-4-(2-i Hlf ^7 
x-;P)-l-b^7j;y^;^df-^5 K • i^'h 'j7/l/:*n 

[flil 13] 




50 



85 



0 



2CF 3 COOH 



(44) ^2003-1 92682 

86 

N-((lRS,2SR)-l-(((3R)-fr-^DO-3-((^^TSy) 
**vW-3.4-5>t Ko-l(2H)-^y V~)V)j})Vi$-)V]- 
2-(lH— f y K-;U-3-<^)rDt°;W-4-(4-7^P7 

HI 

Htl 17] 



MASS (APCIMASS), «/z 657 ((M+H)*). 
[0 12 5] %mm 85 

N-f (IRS, 2SR)-1- [ ( (3R) -&-? OU-3- ( ( ^ f-;PT 5 7 ) 
***0-3.4-5>b Kn-l(20-^y 'J-;W;5^;K-;iO- 
2-(lH--f y K-;^-3-^ ;H/ot7l)+(2-7Wn7 
x-;W-l-b°^.^i/'>'^;^^S H ■ y>'j7/^n 

[<tfcl 14] 



2Ct 3 CX)OH 



MASS (APCIMASS) , i/z 631 (<M+H) + ). 

mm 86 

N-((lRS,2SK)-l-[((3R)-6-^UU-V((^^T^y) 

^f-;W-3,4-^b Ku-i(2H)-^y 

2- (lH--f y K -^-3— f ;W 7"n £71/) -4- (4-^nn7x 



10 



[fcl 1 5] 



0 



Mr 



2CF 1 COOH 



30 



MASS (APCIMASS), m/z 647 ((M+H) + ). 
HSfcfl! 87 

N- ( (IRS, 2SR) -1- ( ( (3R) -6-? P u-3- ( ( V* +)V7 S J ) 
*f*/W-3,4-s;t Fn-l<2H)-*y V-)V)A)Vi£~)V\- 
2-(ln->f y K-/l-3->f ;W7nW-4-(4-^ 
x^)-i-^7y>*;i/m5 K • y>»J7;^n 

[ftl 16] 



0 



Xlfe 



2CF 3 COOH 



2CF-COOH 



MASS (APCIMASS), m/z 631 [(M+H) + ). 
Hffi^89 

N-((lRS,2SR)-l-(((3R)-^-^nn-3-[(^^T^y) 
2-(lIM y Y—)V-3--4)V)7u\:)Vl-A-($-X^)V7* 



20 LWL118] 




MASS (APCIMASS) , m/z 627 [(M+H) + ) . 

mmm 90 

4-^y^-N-[(lRS,2SR)-l-[((3R)-6-^no-3-[(^ 
f-zV-TS y)^^;W-3,4-y t Hn-l(2H)-^y U-;W 

[flU19] 

He 



2CF 3 COOH 



0 



40 MASS (APCIMASS), m/z 627 [(M+H)*). 
[0 127]Hife^|91 

N-((lRS,2SR)-l-(( (3R)-6-^ na-3-( ^)VT 5 /) 
j«?*)-3,4-5>h h'n-l(2H)-^y V-Mtifrit-M- 
2-(lH— f > K-^HW7nt;m-fre 'J 

[<ffcl20] 



MASS (APCIMASS), m/z 643 ((M+H) + ). 
[0126] H*^ 88 



50 



87 




2CR,COOB 



MASS (APCIMASS), m/z 614 ((M+H) + ). 

mum 92 

N-( (IRS. 2SR) -1- [ ( (3R) -6-? UU-3- ( ( i?X *)VT S 7 ) 
XW\-3A- : Jt Kn-l(211)-^y UrvW^k^W- 
2-(lH— f y V~>l>-3--( ;W7nwm-7 x-;l~l-tr 

[flU2l] 



2CF 3 COOH 



MASS (APCIMASS), i/z 613 ((M-HI)*]. 
HS60H93 

N- ( (IRS , 2S0-1- ( ( (3R) -6-y n n-3- ( ( S y ) 
y^;W-3,4-^'t Ko-l(2H)-df y y^;P)#^#r.;W)- 
2-dH-f y h'-;t~3-W /Wrotvw-4-(2-y 

[ftl2 2] 

"POX 



(45) ^2003-1 92682 

88 

yf-;W-3,4-v-'t Ho-i(2ii)-^y y-)V)*)Vtf-)vy 
2-(llM > K-;W-3-f ^)yot;W-4-(2-e 'J s =J~ 

[ftl 24] 



20 




30 



MASS (APCIMASS), m/z 643 ( (M+H) ' ] . 
[0 128]Httf^94 

N-( (IRS, 2SR)-1- ( ( (3R) -6-7 o n-3- ( ( >-'y *f-)VT S y ) 

y^7P)-3,4-s;t Kn-i(2H)-df y y^;W#;p#r:,n/|- 

2-(lH-f y K-;P-3-f ;H7n t;W-4-(l-t^U 
;W-l-tf<y "Jyiiivmy-^ Y-'JY y 7;p>roBf« 

[fcl2 3] 



40 



0 

0 



2CF,OCOH 



MASS (APCIMASS), m/z 619 ((M+H)*). 
33t*l 95 

N-((lRS,2SR)-l-(((3R)-6-^on-3-[(i/y f-;PTSy) 50 



10 



0 

6 



3cf/;ooh 



MASS (APCIMASS), ^615 ((M+H) + ). 

mm % 

n-[(irs,2sr)-i-(( (3R)-6-y oo-3-( (x'y f-;PT s y ) 

yf-A0-3,4->-'t Ho-l(2H)-^yy-;l-)^;W,-K-;W- 
2-(lIM > K-;P-3-^ /l/)7Dt;|/)-N' -(4-( f D 7/U 
^n^f/^yy/W^^T- h y 7;k*n#§fig 
[<kl2 5] 




MASS (APCIMASS), m/z 626 ((M+H) + J. 
[0129] 97 

4-^y ^*/HH (IRS, 2SR)-l-( ( (3R)-6-7 nn-3-( (^*y 

;)x^-M-3A-i?t Ko-i(2H)-^y y r^w 

^;k^-;l^)-2-(lH->f y K-;t-3-4 ;l/)Tu tTAO-l-tf 
[ftl26] 




MASS (APCIMASS), m/z 626 ((M+H) + L 
»fe0l98 

N-((lRS.2SR)-l-(( (3R)-6-y DO-3-( ( ^ f-^T 5 J ) 
y^-;H-3,4-vt KD-l(2H)-^y U-MAtl-^-M- 
2-(llM v Y-)V-S-4 ;l/)7"Dtr;l/|-N' -(2-tf 'J 
H-)^l-7 • i-'b y 7;M-ngt#Jg 
Htl27] 



CF,OOOH 



MASS (APCIMASS) , 545 [(M+H) + ). 



89 

mm 99 

N- ( (IRS, 2SR)-1- ( ( (3R) -6-7 O 0-3- [ ( ^'7 J-)VT 5 7 ) 

*1-)V)-i,A-i/t h*o-K2H)-4rv' !)-;P)#/P#-/i/|- 
2-(liM y K-^-H;P)7ntryW-N' -(4-7;M"n 
7x^)-)i/7- M>7/M-oBH&£ 
[tfll 28] 



(46) fSH2003-l 92682 

90 

7^-/10-3,4-^ Kn-l(2II)-*y V~M*>V#-)i>)- 
2-(HM 7 H-zl^^f 'WTnbVl/I-N' -(4-(^^ 
TS/)7x-/l/)')l/7 • >-'M»7^pftB^ 
HLl 32] 



MASS (APCIMASS), «/z 562 ((M*fl)*). 

[0130] m&m 100 

N- ( (1RS,2SR)-1- ( ( (3R) -6-7 n a-3- ( ( S^c f-^T 5 7 ) 
t^DVYW-JX. Ko-l(2H)-*7 >J -A-)#A<,1f-;H- 
2-(lH— f yF-/lHM A-)7°nbVW-N' -(4-^on7 
x >7 V T - HJ 7 /I^n&gJtS 
Htl 2 9] 



a? cooh 



"a. 

MASS (APCIMASS), b/z 578 ((M+H) + ). 
^MPI 101 

N-((lRS.2SR)-l-(((3R)-«-7na-3-((v : 7f-^T5y) 
7^10-3, 4-^'b Hn-l(2II)-^y U^WtfjMfci;!,)- 
2-(lH-4 y K-/P-3-4 ;W7at;W-N' -(2,3-^'b H 
n-lH-4 >fy-HW7l/7' M)7/W:tn&iaS 
[ftl30] 



MASS (APCIMASS), i/z 584 ((M+H) + ). 

mm 102 

4-( ( { ( (IRS, 2SR) -l-[( (3R)-6-7 n n-3-( ( if* ^-)VT S 
7)7iW-3,4-;;b h'a-l(2H)-df 7 >)~)V)J))VX- 
/M-2-(UM y Y—)V-l-4 >D 7Dt;W7 5 7 } t))VX 

[ftl 31] 



FIN 



O 

MASS (APCIMASS), i/z 587 ((M+H) + ). 
[0 13 1)11*0! 103 

N-((lRS,2SR)"l-[((3R)-6-^nn-3-[(^^T5/) 



20 



30 



2CF 3 COOH 



10 MASS (APCIMASS) , m/z 587 ((M+H) + ). 
£Jtifl 104 

N-[(lRS P 2SR)-l-[((3R)-6-^nn-3-((^^TSy) 
^^7W-3,4-^t Kn-i(2H)-^y y -;W^r^^;W- 
2-(UM y ;W7nf;I/)-N' -(2-x 

Hfcl 33] 



kit 

H 



o u 

^6 



MASS (APCIMASS). «/z 588 [(M+H) + ). 
HJfcW 105 

N- ( ( IRS , 2SR) -1- ( ( (3R) -6-7 n o -3- ( ( it* +)VT S 7 ) 
7^/H-3,4-vt Ko-l(2H)-dry U ^/Wj^jK-ZW- 
2-(iH— f y K-;k-3-f 7W7"nt/i/)-N' -[3-(7f-/i^ 
^)7i-;H71/7- h'J7/k*npK£ 
[-ftil34] 



CFjOOOH 



MASS (APCIMASS), i/z 590 ((M+H) 4 ). 
[0132] mfem 106 

N-(4-tert-7f-;1^7x^)-N' -((1RS,2SR)-1-[((3R)- 
6-7nn-3-((y^f-^T5y)7f-;W-3,4-^'bFn-l 
(2H)-df 7 'J -;P)^7i^^;W-2-(iH->( y 

40 Ht;13 5] 

CF3COOH 



Mr 1 * 

MASS (APCIMASS), i/z 600 ((M+H) 4 ). 
107 

N- {4- [ ( < [ (IRS, 2SR)-1- ( «3R) -6- 7 U U-3- ( -f)V 
T 5 7)7f-/W-3,4-^*b Kn-l(2H)-3f 7 'J ^;P)*;1- 
50 --n-;W-2-(lH-f y F-;k-3-f ^JTobVWTS 7)^? 



(47) 



91 

[ftl 36] 

CF3000H 



MASS (APCIMASS), m/z 601 ((M+H) + ]. 

mum 108 10 

N- ( (IRS, 2SR)-1- [ ( (3R) -6-^ n u-3- [ ( So* f-;l/T 2 /) 
2-(lH— f y F-;W-3->f ;^)TnbVW-4-7x~;l^l-b D 
Htl37] 




20 



MASS (APCIMASS), ■/z 612 ((M+H)')- 
[0133] 109 

N-[(lRS f 2aO-l-(((3R)-€-^nn-3-[(^^TSy) 
2-(lH->f y K-^-3-f ;W7n&W-4-(3-7;^D7 




30 



<T,COOH 



MASS (APCIMASS), i/z 630 ((M+H) + ). 

mmm no 

N-((lRS,2SR)-l-(((3R)-*-^no-3-[(^f-^TSy) 
^f;W-3,4-y'h h*n-l(2H)-*y U^a/WCiM- 
2-(llM y )V)TV\:M-\-(\-7)V3;v7 



40 



[ftl 39] 




CF 3 OOOH 



S12003-1 92682 
92 

mm 111 

N-((lRS.2SR)-l-[((3R)-6-^nD-3-((^^TSy) 
*f7M-3.4-5/t KD-l(2H)-dry V -Mtfrtf -/],)- 
2- (11M y K-n-3-4 >V) Tn t";l/)-4- (2-* ^ y x 
-^-l-tr^u^'y^^^-^-s h' • HJ 7/M-nBI? 
JS 

[€140] 



CF,COOH 



8- 



MASS (APCIMASS), »/z 626 ((M+H) + ). 

[0134] mm 112 

N- ((IRS, 2SR) -1- ( ( (3R)-6- 9 n n-3- ( ( 5^ f-^T S J ) 
^f-;W-3,4-j^'b HD-l(2H)-^7 u-;u)^^-;W- 
2-UiM yF-/l-3- f;i/)7"nb";W-4-(3-^^7x 
-M-l-b-^U^'y^^Cdr-ts K • Y-yyWnWm 
Hi 

[ftl4 1] 

a tOT 



Cf,COCH 



MASS (APCIMASS), m/z 626 [(M+H) + ). 

mm ii3 

N- [ ( IRS , 2SR) -1- ( ( (3R) -6- <7 n n -3- ( ( S^X f-zUT 5 7 ) 
^f-;W-3, 4-i/'b Ka-1 (2H)-*7 'J -)V)*))V#-)V)- 
2-(llM y K^3-^;W/nt;W-4-(4-^f ^7 x 
-^M-h^y^y^^-** H • MJ7;^p»K 

Hfcl4 2] 

a YYY>* 





J CF 3 COOH 



MASS (APCIMASS), m/z 626 C(M+H) + ). 

nnw in 

N-((lRS,2SR)-l-[((3R)-6-^nn-3-((^^-;l/TSy) 
^f-;W-3, 4-^*b h'o-1 (2H)-df J 'J ^)*A*=^W- 
2-(lB->f y K-;W-3->f ;WTne;W-4-(3-^ h^y7 
x-^)-l-b^u x'y^;P*'^-9-5 H ■ h'J 7;Wni 

[<U4 3] 



MASS (APCIMASS) , «/z 630 ((M+H) + ). 



50 




CF 3 COOH 



MASS (APCIMASS), «/z 642 [(M+H) + ). 
[0 13 5] mm 115 

M (IRS, 2SR)-l-( ( (3R)-6-? nn-3- (( i?* 1-)VT S J ) 
*fyW-3,4-*?t Kp-i(2H)-^>- >J-;W^;kxK-;W- 
2- ( 1H-- f y F-;F-3--f M 7o bVF) -4- (4-?nn7i 
-)V)-\-W) Wi))Vif^^ F - F 'J yfrj-nlgm 
*£ 

[4"L144] 



CF 3 COOH 




MASS (APCIMASS), b/z 646 ((M+ll) + ). 

mmm m 

;P-N- [ (IRS, 2SR) -1- [ ( (3R)-6-? U U-3-( ( "J 
* ^)VT ^ J ) * 4-yh K n-1 (2H)-^f J V - 
/W#/l/*'-/W-2-(l}M y K~;iy-3--f ;l/)7°nhvi/]-l 

[-fkl45] 



CT,COOH 



MASS (APCIMASS), n/z 640 ((M+H)*) . 

[oi 3 6]mmmm 

(2RS, 3SR)-l-( (3R)-6-? nn-3-((y^ f-^T 5 7 Mf- 
/F)-3,4->-*b Fn-1 (2H)-J(-y >J ^)-3-(lH--f y F— 

zl-3-4* /W-M <l-( (l-y f-;i-iiM y M 
>r 5 y • y*F y y^nBHgJs 

t-fcl4 6] 

a tOT 



(48) ^2003-1 92682 

94 

ny?y (2 «L) mmtz. l-f(l-p<f-;l-lH-f VY~)V 
-2-4 /F^F^FJ^-b^y^^FA^Tb F (15 
ng) ^iST-flD;^ 154>l3fli#L*!„ Zcr>R)m%®. 

F »J T-fc F^^tlL*'?^ F y >7A (13 mg) £ 
^STUox^. KJE$££i&T'10l$IS«*m *£J0 

(^SSffl ; * (0.03ZFy7^nfi^) /T-fe F— F 

y/F (o.o3ZFy ?)v*ximm%) =9 : 1-1 : 9) -cm 

10 SSLT. Sldfl:i^£*feT^/F7r.XfcLT^t (3 
0.8 .g, K^72X) . 
MASS (APCIMASS), */z 679 ((M+H) + ). 

[0137] &T<mmmm^m£mtcoitimim 
mtmm 

N-((i- A cyy' A ;f-4- y >^;f) * -7-/1/) - (2rs, 3SR) - 

1- ( (3R) -6-7 D o-3-( ^-;F7 S / ) 7 ?-/F)-3, 4-i^' 
b F*n-i(2H)-^y y~/F)-3-(lH~f y F'-;F-3--f/F)- 
1-** y-2-7*? y 7 $ y • ^* f y 7;f jj-ngEisE 

20 H[U4 7] 




(2RS, 3SR)-l-( (3R)-6-? UP-3-( (^ fvFT $ 7 ) ^ f- 
/F)-3,4-^'b F'n-i(2H)-df J y-;F)-3-(liM y F- 
;F-3-^f;F)-i-^y-2-y^ yrsy (20 ■g)*>s^o 



30 



40 



6 



2GF3COOH 



MASS (APCIMASS), */z 626 «M+H) + ). 
3WW119 

"^y^/F 4-({[(lRS,2SR)-l-(((3R)-6-^uu-3-((> ; y 
f-tVT S y ) > f-A-J-3; 4-^'b F o-l (2H) -^f 7 y " /F) 
#;Ftf-;F)-2- (1H-- f y F*-/F-3-4 ;F) To bVF) T 5 

y}yf-;F)-i-b*^y^y^;F^i/7-F • v-'Fyy 
/F*nit#is 

[ftl4 8] 



K> vC 

"6 



M- 



0 

MASS (APCIMASS), i/z 656 ((M+H) 1 ). 

mfewi2o 

(2RS, 3SR)-1- ((3R) -6-^ nn-3-( f-;FT $ J 
;W-3,4-yb F'n-i(2H)-^y y -;f)-3-(ih--< y F— 
)\r-^)V)-^[\-(*^j\,x)v*-M^yvM-\-tt 
v-2-7?>r$. y • y> y y^ng^igjg 

[-fkl49] 



50 



(49) 



95 



if 



2CF3COOH 



o=s>o 



MASS (APCIMASS), i/z 593 [(M+H) + ) . 

[oi38] mmmm 

(2RS, 3SR)-l-( (3R)-6-? nn-3-((y7f;P7 5 J Mf 
;H-3.4-^'b Fu-1(2H)-3V »Jr./W-3-(llM y F~ 
;p-3-f ;W -N- [4- t* ?•/»✓?•:*) 0 i/'M-i-tt y-2- 

UU 5 0] 



10 



2CF3COOH 



MASS (APCIMASS), m/z 561 [(M+H)*) . 

(2RS, 3SR)-l-( (3R)-6-7 nn-3-( {i>^)VT S 7 ) * f- 
;W-3,4->-'t Fu-l(2H)-3r y U-^)-N-(>-^o^^ 
/kX?-;W-3-(llM y h'-^-3--f ;W-l-^V-2-7"^ 

Htl 51] 



20 



6 



2CF 3 COCH 



30 



MASS (APCIMASS) , m/z 521 [(M+H) + )- 

N- (2- 7 HO<yy» - (2RS, 3SR) -1- ( <3R) -6-7 O U-> 
((i^^/WT 5 J M^)-3,4-^b Kn-l(2H)-3f 7 U 

[ftl 5 2] 

2CF3COOH 



40 



MASS (APCIMASS), i/z 549 ((M+H) + ). 
[0 139] H*fefl|124 

N- (4- 9 DD^y;K - (2RS, 3SR) -1- ( (3R) -6- ? n n-3- 
\&*+WT\ J M*jM-3.4-5*b Fn-l(2H)-dr7 »J 
-;P)-3-(lH-f y F-;W3--f ;i/)-i-3r^-v-2-7*^ yr 

[ftl 53] 



#^2003-192682 
9 6 

°tQT 



Me 
H 



2CF,OOOH 



MASS (APCIMASS), m/z 549 ((M+H) + ). 

(2RS, 3SR) -1- ( (3R) -6-7 no-3- [ (V* S 7 ) j* 
;W-3,4-yt Hn-i(2H)-^y y ^W-3-(iH-f y K- 
;P-3->f ;M-M2-* f ^^y^M-tf* V-2-^7 

HH154] 

2CT 3 COOH 



MASS (APCIMASS), b/z 545 ((MfH) + ). 
13601126 

(2RS , 3SR) -1- ( (3R) -6- 7 n n-3- [ ( f-;WT S J ) X J- 
;W-3,4-^*b F a-1 (2H) J »J -3- CUM y F- 
;P-3-4 /W-W-(4-^< bdf isOiSM-l-tt V-2-7? 
VT 5 y • V F U 7;P5j-ni(i^ 
Hfcl55] 



MASS (APCIMASS), */z 545 ((MH0 + ). 

[0140] mmm 

(2RS , 3SR) -1- ( (3R) -6- 7 o n-3- ( ( V* ^)VT 5 J ) * * 
Fn-i(2H)-Jfy v -)H+G-^fiKy 
v';W-3-(ifM y F-;i-3-f ^-l-*^ y-2-7? yr 
$y • j-'F'J^/I^fnSfSaS 
[ftl5 6] 

2cf 3 cooh 



6r" 



MASS (APCIMASS), m/z 529 ((MtH) + ). 
H*fcflll28 

(2RS , 3SR) -1- ( (3R) -6- 9 n o-3- [ ( V* 1~)VT 5 J ) * f- 
;H-3,4-vb Fn-l(2H)-*y iJ-^)+(WfM^ 
y»-3-(UM y F-/t~M ;P)-i-^^y-2-7*^ yr 
$y ■ ^F'J7^n^BglS 
[<ftl5 7] 



50 



(50) 



97 



2CF 3 COOH 



#^2 0 0 3-19 2682 
98 



2CF 3 COOH 



MASS (APCIMASS), «/z 529 ((M+H) + ). 

(2RS, 3SR)-l-( (3R)-&-y PP-3-[ (y'y f-A-T S 7 ) y f- 
;W-3,4-^'t Fn-l(2H)-^y y ~A0-N-(2-y;k*n< 
y i-»-3-(iiM y K-;k-3-f /W-i-**V-2-7* y 

HL1 58] 



10 



MASS (APCIMASS), i/z 533 ((M+H) + ). 
[0141] %tt0|13O 

(2RS, 3SR)-l-( (3R)-6-? nn-3-[(5****T 5 J ) * * 
>U)-3A->>t Kn-l(2H)-df J V-)V)-H-0-7)VjtU< 
y^)-3-(lH~f >- h'-;W-3-f /W-l-**V-2-7*>' 
rs y ■ y h 'J y;M-o»g?i£ 

[<ffcl5 9] 



20 



Mr 



2GF 3 COOH 



MASS (APCIMASS) , m/z 533 [(M*H) + ]. 
51*01131 

(2RS, 3SR)-l-( (3R)-6-y nn-3-( ( v> ^)VT ■= 7 ) y f- 
;W-3,4-^t Hn-i(2H)-^y »J^.A-)-N-(4-7;^n^ 
y v;W-3-(iiM y K-A-3-4 /W-i-** y-2-7 y y 
T 5 y • Ml 7MniKJS 
IftHO] 

"XX J f 



30 



40 



MASS (APCIMASS), m/z 533 ((M+H)*). 
[0 14 2]Hit^l32 

N-( (IRS, 2SR)-1- ( ( (3R) -6-y a n-3- ( ( f-^T 5 J ) 
yf-;U]-3,4-^'t h'D-l(2H)-^y y^/lO*A-:K-;W- 
2-(UM y K-A-3-f A)7otfAJ-i-7yy7$ y • 
>^ 'J 7/M-oBHMS 
[^1 61] 



(2RS , 3SR) -1- ( (3R) -6- ? Q D-3- ( ( i^'y t>VT 5 y ) 7 f- 
;W-3, 4-^* t Ko-l (2H) y y -AO -3- (MM y H— 
;H-^H-i-t^V-2-y^y7S> (20 mg)coi/7n 
oyyy (2 iD jgffit,. y-r-r-n, {4.0 «o 

^^mit^mi-h y>A (13 ■g)^^fiT'ira^.^„ 

u «rer^«E^@±t^. ss^hplc mwm ■. * 
(o.o3Zhyy^oi^#) /r-fch-HJA- (0.03: 

I- >) y>t>*vW8tk) =9 : 1M : 9) Tf»g!LT. gji 
it-^^^T^iVy r XtLXWz (8.4 ig, JR-^-25 
Z) . 

MASS (APCIMASS) , m/z 481 ((M+H) + ). 
HJfcflll33 

N-7?-/lHH (IRS, 2SR)-l-[ ( (3R)-6-y DD->((yy + 
;l^7S/)^f;W-3,4-yb Hn-l(2H)-^y y^A0# 
;U) -2- (1H-- f y K— A-3->f )V) 7o If AO -1-7 y 

y r 5 y • y h y y /P:*u6i#£ 

[ftl62] 



2CF 3 COOH 



^*S^132fcR«tLT, gij^k^J (7.1 ig, JR*20 
MASS (APCIMASS), m/z 537 ((M+H)*). 

[0143] m^mm 

(2rs, 3SR)-i-((3R)-6-y nn-3-((>?y $ y )y 
AO-3, 4-y t b' n-i (2H) -df- y y - ao -3- (1HW y K- 
7V— 3— f AO -1-:*^ y-N- (3-y x^7n tf A0-2-7y 
yy s y • v j- y yA^npgas 

Hbl63] 

... >y o 

2CF 3 COOH 



50 



(2RS, 3SR)-l-((3R)-6-y nn-3-((W ^PT 5 y M * 
A0-3,4->?t Kn-i(2H)-^-y y~A0-3-(iiM y F- 
;t~3->(^)-l-^-dry-2-7yy7*§y (20 i«)«-/?P 

pyyy (2 »l) mmz. y-y x.-)Vrun^~A' (7. 

5 «g) -kmxmt. wmmttz. zazjtm&m 



99 

iz h y r-fc h*is*mfc*vmi~ h y -7 a (13 ■«) * 
(SlWa ; * (0.03%}- >J7Jk*Dntte) /r-fch^b 

•J*' (O.03IMJ 7Jk*nB»&) =9:1-1:9) 
t8L"C. Mft^ilSfeTtA^TXfcl/Cflfc (1 
4.7 ig, JR*41Z) . 
MASS (APCIMASS), n/z 543 ((M+H)+). 
11*01135 

(2RS, 3SR)-l-( (3R)-6-7oo-3-((y7 <t-)V7 S 7)7?- 
M -3, H o-l (2H)-3f 7 'J -3-0IM > H- 
A-3--f /»-i-:**y-N,N-fc'7 B-7x=*7o t;W-2 
-7"? yr$ y ■ y> y 7sM-nffiMB 

[ftl 64] 



(51) #Bi§2003-l 92682 

100 

(+)-N-(l-(((3S)-6-^an-3-((^^r5 7)^^ 
M-3.4-yt h'n-l(2H)-*7 'J -)V)jj)VX-)V\-2~{\ 
H-f y K-;L~3-4 ^)TntVl/|-l-((1-7f-;l~lfM y 
Y—)V-7r4 M HfrX—M -4-tr^ y ^'y^r 5 
h* 

[fcl 66] 




»S0ll34fc^«fcLT. 8Wft£«> (9.3 mg. JR*22 

X) zmorvisyrxkLxmrz. 

MASS (APCIMASS) , i/z 661 ((M+H)*). 

[0144] mmm 

(~)-N-(l-(((3S)-6-^ nn-3-[(y^f-;l^7S 7)7^- 
;W-3.4-^'h h'o-l(2H)-df 7 y ~)V)U)V$-M-2r(\ 
H~f y H-;l-3-(;l-)7Dtf;W-l-((l-^^;P-lH->f y 
K- 71— 2~f ;W-4-e^y ^y^;i-**dri)-5 

K 

[-fbl 6 5] 

H 6. 

N-((lRS,2SR)-l-[((3S)-6-^no-3-[(^^T5y) 
**;H-3,4-^t KD-i(2H)-^y U^W^-K-jW- 
2-QJM y K-/W-3-f ;w)rntr;W-i-[(i->^;i/-iH- 

^5 F250 ■gSrHPLClcJ; 9#KLTS»ffc£ttl20 m 



» til 



CHRALCEL OD 50 mID X 500 i 
A^y/x* y-;^=50/50 
GO isL/ii n 

UV254na 



10 



**feWH36t Pat tT«MMt^*120 m g * 
(a) d "=+117.08 * (c=0.210, *5J~)V). 
[0145] m$ffl 138 

(-)-N-(l-(( (3S)-6-!? nn-3-( (i^f-zl-T $ J ) 7 f- 
;H-3,4-^'b Ko-l(2H)-dr7 y^;W#/l^/W-2-(l 
H-f y K— 3— -f M To t/H -4-7x7* ^-1- 

20 yyy^;pm*h* 

[^167] 



0 



(o]d "=-125.05 * (c=0.155, 777-;W. 



N-((lRS.2SR)-l-(( (3S)-6-7on-3-( ( *J*+frT $ 7) 
7fvl/)-3, 4-yb Kn-1 (2H)-df 7 >J -/W^*-;!/!- 
30 2-(lJM y K-;P-3->f/W7DtM-4-7i 7*i-l- 
br^y^'y^^^S K200 ■gSrHPLCtJ: 

fiyM. : CHRALCEL 00 50 bbID X 500 mL 

: ^1)-y/2-ToyNV-^/j/'xf-;l-r5y=85 
/15/0.1 

0a J* : 80 iiL/iin 

2U J£:26°C 
W. ft:UV254ni 

40 («)d 28 =-168.79 * (c=0.165, *9J—)V). 

mmm 

(+)-N-(l- ( ((3S) -6-? nu-3-t(^*7 +)V7 $ 7) 7^- 
/P)-3,4-^'t Fn-l(2H)-^7 y r:;W)^;l-^;W-2-(l 
1M y K-;P-3— f ;W to xdv\ -4-7x7^- y-i- tr^. 
y y>*;l/^tSK 
[^168] 



50 



1 0 1 



0 



(52) ^2003 1 92682 

102 

1M y K-;W3--f;WTnbVI/)-4-(4-b Kn^y7i 
7^f>-)-l-b 0 ^»Jvy^;W*'^-t5 H 
[<fl:i7i] 



»60<ll38fc H«t LTS)Sft^t*)94m g 
[a )d "=+169.10 ' (c=0.245, *5J-)V). 
[0146] mm 140 

N-f (IRS, 2SR)-l-( ( (3R)-6-? nn-3- ( ( S^X f-/kT 5 A 
^f-AO-M-^b Kn-l(2H)-^fy U^W^r^^W- 
2-(llM ^H-^-W W/nt/l)+(4-h Ku3f>- 
7x7^y) -1-b^ >J ^Cdf^ $ K 
[ftl 69] 



H vr 

0 



HM0I41 i: RR(c UMft^ftt . 

IR(KBr) 2938, 1622, 1508, 1227. 1040, 828, 743 c« 

mm 141 

(-)-N-(l-[((3R)-6-^nn-3-l(v^^rSy)^f- 
;W-3,4-^'b Ko-i(2H)-df y y-;l/)*;^^.;W-2-(l 

y K-/^-3-"fA-):rnb;W-4-(4-b l'n^fy7a- 
70] 



0 

D. 



N-( (IRS, 2SR)-1- ( ( (3R) -6-? u u-3- ( ( 5 7 ) 
^^-/l-)-3,4-vb Kn-l(2H)-3f 7 y^WtfyWsifnjlO- 
2-(lH-f > Y—iV-l-A ;W7ob;H-4-(4-b Hodf^ 
7i7^y)-l-t'<iJyy^M^tS K320 «g£HPLC 

: CHRALCEL 0D 50 nlD X 500 mL 
: ^•9-y/2-TnVNV-;P=85/15 

Sg & : 80 wL/min 
g:30*C 

& tt5 : UV254n» 

fab 25 =-139. 68 * (c=0.100, *9S—fr). 

mm®. 

(+)-N-(l-(((3R)-6-i7an-3-[(^f-^T5/)^f- 
;W-3,4-^'b b'n-i(2H)-dr/ U^)#;M^;W-2-(l 



We 
H 



0 



10 IQt0ll41fcraaifc:LT8SS4k^%lO9mg^#fe. 
(a) D 25 =+158.88 * (c=0.105, *5/-)V). 
[0147] JilT£OHSfeWl43-152^aea^^^!rt±ll 
*fe«41t|H|atLT^j£L^. 
IQtiffl 143 

N-[(lRS,2SR)-l-[( (3R)-6-? nn-3-( ( j/X 5 /) 
7^-/1/1-3,4-^ Hn-i(2H)-^y H--;i-)*^-;H- 
2-(llM y h'-;t-3-f;l)7nt/H-4-(4-y777x 
ydr^-l-b^D yy^^df-^s h* 
[fLl7 2] 

20 a tOT 



0 



IR(KBr) 2948, 2224, 1634, 1507, 1254, 1036, 835, 7 
41 cm" 1 

mm 144 

^[l-(((3R)-6-^nn-3-[(^^;!/T5y)^^]-3, 
30 4- i^b V n-1 (2H)-3f / 0 # /Mfc^M -2- (1H-- f > 
K— 7^-3— f ;W 7p tVW-4-(4-^ h * i/y x J ^ 

[^173] 



Mr 



0 



40 IR(KBr) 2944. 1634, 1507, 1227, 1038, 826, 743 c. 
-l 

mm 145 

N-((lRS ( 2SR)-l-(((3R)-6-y-an-3-t(^^;l/r$y) 

7f7l/)-3,4-vb h'n-i(2H)-4f y y=.)V)ii)Vi$->\>y 
2-(lH— f y K-;^-3-4;p)TDb;i-)-4-(3-b Kn*^ 

[4L174] 



50 



103 



n 0 



IR(KBr) 2936, 1626. 1487. 1231, 1146, 1038, 741 ci 

-l 

[0148] mmm m 

N-( (IRS, 2SR)-1- ( ( (3R) -6-? n n-3~ [ ( if* +)V7 5 J ) 
^f-yH-3,4-^'h Kn-l(2H)-^y »-)U)jt>V>#~)U)- 
2-(lH--Y y K-/P-3-4 ;t-)Tnf;W-4-{4-(lH-rh5 
V-^-5-f ;W 7 xy^y)-l-t^'J y'y^M^tS 
K 

[4tl7 5] 

°P0' 



(53) ^2 0 0 3-1 92 682 

104 

-i 

C0149] £ffcft| 149 

N- ((IRS, 2SR) -1- ( ( (3R)-6-^ UU-3-( ( V* ^)VT 5 J ) 
^fyPH4-yb Fn-l(2H)-^y U^Wa/Wsfci/M- 
2-(UM y W/nf 
xy^y)-l-tX)Jy>^*^tS K 
HH17 8] 

Me. 

.-r 
H 



0 



IR(KBr) 2969, 1645, 1487, 1231, 1038, 841, 743 c» 



0 



IR(KBr) 2944, 1634, 1489, 1235, 1038, 826, 741 cb 

-l 

mm 148 

N-((lRS,2SR)-l-[((3R)-«-^nn-3-[(yy^rSy) 
^f-;H-3,4-i/*b KD-l(2ll)-^y V~)V)H)V#~)Vy 
2-(lH--f y h'— /P-3-4 ;H7n fcVl/) -4- (4-^ *t)V7 x 

y^fy)-l-tf^U ^'y^MWS H 
[41:1 77] 



10 



20 



mm 147 

N-((lRS,2SR)-l-(((3R)-6-^an-3-[(^^TSy) 
^f-;W-3,4-yh h'n-l(2H)-dr7 LI 7k*' "71/)- 

2-(lH->f y F-;P-3--f ;W7nt;H-4-(4-^on7x 
J ^r^)-l-t^y ^'y^tf^S F 
[flU 76] 

a X)Q"T 30 



40 



IR(KBr) 2934, 1628, 1505, 1206, 1042, 829, 743 cm 

-l 

mm 150 

N-[(lRS,2SR)-l-[ ( (3R)-6-? nn-3-((y>f;P7 S J ) 
y. f-A-]-3, A-i? b F o-l (2H)-* J »J #;l/tf-7H- 
2-(lH— f y K-rt-3-4 /W:rnbVW-4-<3-y f-;i-y x 
y^)-l-b^l)^>#/W#df-tf-$ K 
[4kl79] 



0 

IR(KBr) 2932. 1628, 1489, 1258, 1040, 743 cwr i 

mm 151 

(4-^.y i?)V** is)-H- { (IRS, 2SR)-l-( ( (3R) -6-? a P- 
3-(( ^ f-zl^T 5 y ) 7 f-^)-3, 4-^'b H o-l (2H)-3f 7 
U -;P)^;i/#-;W-2-(lH--< y F-;k-3--f ;Hrnt 
;W- l-b-^U^'y^/^dc-9-S H 
(€180] 

a X)QT 



IR(KBr) 2944, 1628, 1489, 
-l 



1229, 1098, 741, 700 cm 



152 

4- [4- (T S J X)V*-)V) 7 x 7 * >0 -N- [ (IRS , 2SR) -1- 
( ( (3R)-6-? no-3-( (v^ f-JKT 5 J ) * ^)-3, 4-S/' 
b Kn-l(2H)-^r / U -;W*;l/^-^)-2-(lfr->f V Y— 
;l^3--f^)TDe;W-l-bf^y^y^;^^5 F 

[fcisi] 



IR(KBr) 2934, 1628, 1508, 1231, 1040, 816, 741 cm 50 



(54) 



10 5 



IR(KBr) 2938, 1624, 1489, 1250. 1157, 1098. 1034, 
835, 743 c B -i 

[0150] MTnmi&mm^miziim^itftoim 
mm 153 

N-((lR,2S)-l-(((3R)-6-^on-3-[(^^T5y)^ 
f-;W-3, 4->' b K O-l (2H)-3f J » -)\>M])l>i£-M-2- 
(1IM y K-/1-3-4 W7o t;p]-4-(4-7;w^-D 7 x 
/^)-l-b^>J a^;&/W«f9-$ F 
[-ffcl 82] 



10 



Y 



20 



IR(KBr) 2942, 1628, 1505, 1209, 1038, 828, 764, 74 
3 CUT 1 
HJfcfll 154 

N- ( (1R , 2S) -1- ( ( (3R) -6-^ n n-3- [ ( V* +)VT 5 J ) * 
&)V\ -3, 4-^'b K U-l (2H)-^r y U #;W*~;P)-2- 
(1H-- f y K-/i-3->f ;i/)7n b/W-4-(3-y f*;i/7 x y 
3^)-l-b>OJ Wi))Vif^^ Y 
Hkl83] 



30 




IR(KBr) 2936, 1630, 1489, 1258, 1229, 1038, 743 en 

mm 155 

N-((lR r 2S)-l-[[(3R)-6-^nn-3-[(yy^T5y)y 
^;W-3,4-vb Kn-l(2H)-^y V-)V\ij)Vi£-)V]-2- 

-;W-i-t:^s;y^^^^5 K 

[ftl84] 



40 



0 
6 



^2003-1 92682 
106 

IR(KBr) 2934, 1632, 1489, 1169, 1094, 939, 741, 69 
3 cm 1 

[0151] %mm 156 

N-((lR > 2S)-l-[((3R)-6-?no-3-((> 7 y^TSy)y 
^;W-3,4-^b h*n-l(2H)-^y V —Mil )Vi£=M-2- 
(lH->f y H— 71^-3— f ;W tp b;u)-4- [ (4-y f^y x ~ 
;W^;l/*^)-l-^7y>*M^fS K 
[ftl85] 



0 

o=s=o 

9 



IR(KBr) 2932, 1630, 1489, 1165, 1094, 937, 727 ci 

-l 

mm 157 

4-<yV^;P-N-((lR,2S)-l-[[(3R)-6-?00-3-((^ 
f-/WT$ 7 M^W-3,4-:xh Kn-l(2ll)-^y 
#;W;K^]-2-(llM y K-/P-3--4" WTot^-l-e 

[ftl86] 




IR(KBr) 2934, 1628, 1260, 1007, 741, 710 en ' 
mm 158 

4-^>'V'^;P-N-[(lR,2S)-l-([(3R)-6-^au-3-((^ 
^TSy)^^-;W-3,4-^*h Ha-l(2H)-^fy 
«A4£=A3-2-(lB^ yK-;^-3-f^)roe;W-l-b- 

[41:187] 



Me 




IR(KBr) 2943, 1630, 1489, 1209, 968, 743, 700 cr l 
[0152] mm 159 

4- K y itlVtt is) -N- [ (1R , 2S) -1- ( ( (3R)-6-? o a-3- 
[(S^A'TS y)^f-;H-3,4-^'h Kn-l(2HMf / U 
-/W#/M*->l/]-2-(iiM > K-;P-3--f ;H7n t°;H 

[flU 88] 



50 



10 7 




IR(KBr) 2942. 1628, 1489, 1229, 1100, 741, 700 cn 

-l 

mm i6o 

N- ( (1R . 2S) -1- ( ( (3R)-6-? n o-3- [ ( i?* ^iVT 5 J ) * 
f-M-3,4-yh Fa-i(2H)-^7 »J -Mi})VX-M-2- 
(VA-4 > Y—)V-y-^i )V) 7v f /W -4-(4-?nn7iy 

^^-l-tr^u^y^^df-^S K 
[fl:i89] 



(55) *Sffl2003-l 92682 

108 

m&m 163 

N- [ (1R, 2S) -1- ( ( (3R) -6- 9 a n-3- ((y^WS/)^ 
f-/W-3,4-i-'b Ku-1 (2H)-*/ l)^;P);$^*-/iO-2- 
<ih — f y h' -;i~3--f ;W ro tvw-4-(4- 
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(1H-- f > 71-3— f )V)7U bVW-4-(4-^ f^7x7 
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N-( (1R, 25) -1- ( [ (3R)-G-? O D-3- [ ( v> 5 7 ) * 

f-;W-3, 4-S/'b H u-1 (2H)-3f 7 V -M #>V#~)U]-2- 
(HM y V~Ar-3r4 Wrnt^J-l-tH^f/WA* 

-;W7xy^^)-i-tr^y^>^^*'^5 f 
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N- [ (1R, 25) -1- ( [ (3R) p u-3-( f-^T 5 7 ) * 
^;W-3,4-^b Fn-l(2H)-*y U-/W#;P#-/W-2- 
(lH->f y F-yl^3--f ;W^PhryW-4-(4-y/^n^y 
y^f/W-l-t^yv^jK^S F 
Htl93] 
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(1H— f > F ;W 7n bVW) 
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N-((lR,2S)-l-[((3R)-6-^on-3- 
f-;W-3,4-^'b Ko-l(2H)-3f J U 
(UM y k-a~3-4 ;W:rnt/H 
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^;W-3,4-^'t Hn-l(2H)-^y V->VVt)V?£-M-2- 
(1H— f y K-;hH/W7ot;i/]-4-(h >) 7/^07 
•fef-^-l^-^T-feVty-l-^^df-^s H 
(-KU9 9] 

Mr.. I 



IR(KBr) 2934, 1634, 1254, 1227, 1009, 743 cr 1 
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4- (4- ? n o^. y VA /0-N- ( (1R, 2S) -1- [ [ (3R)-6- ? n 
o-3-[(^^T5 y)^f-;H-3.4->-'t Fn-1(2H)- 
dj-y 'j-;W^^-K-7W-2-(lH-f y F-;P-3~f A-Jy- 
utVlO-l-b^yV^;!^^ F 
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4-(3-? nn^yy-f /t-)-N-((lR, 2S)-l-[[(3R)-6-? o 
n-3-((yyWi/)^f;W-3,4-yh Ka-1(2H)- 
*JV~)V}j))VX=-)V\-2-m-4 >Y-)V-3-4)\>)~7 
ot7W-l-b^5^>#;^dfl>-$ H 
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4-(2-^nn^yy-f;U)-N-((lR,2S)-i-(((3R)-6-yn 
n-3-((y^WS /)y f-;W-3,4-^*h h'n-l(2H)- 
df y >j -;H #,>M-:-,>l/)-2-(llM y H-;W-3-Y ^)y 
obVPM-b^y y'y#;y*^$ b' 
I-fbi98] 
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N-[(iR,2S)-i-[[(3R)-6-yon-3-((yyf-^rsy)y 
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[0156] mmm m 

N- ( (1R, 25) -1- [ ( (3R) -6-y P n-3-( +)V7 
•f;H-3.4-vb Fn-l(2H)-dfy 'J^;H#^5Kx;U-2- 

(in->f y b* —iv-y-A )V) rn bvw-i, 4-y'7bV\•y-l- 
;^r;^;^^*■9-s f 

[ft20 0] 
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N-[(iR,2s)-i-([(3R)-6-yua-3-((y*y^rsy)y 

f-^)-3,4-^*b Ka-l(2H)-^y »J^)^^jK-;W-2- 
(1IM y H— ^1^-3 — f W7nt;W-4-( h »J 7;^n7 
t^M-lA-itT&iy-l-tlfrtf*-* S H (220^)coy 
^y-;K6ii)^?ft{cio%^g5* y >>A7k^(3«i)£j!)ii 

30 iM/tttttL*:. »Kx?-/Wg£, teW^^T-ft?* 

x? y-;|^=l0/l) T«3? L . gBft&ft (113«s) 
IR(KBr) 2938, 1628, 1489, 1231, 743 0 1 

mmm m 

4-^yy-f;W-N-[(lR,2S)-l-(((3R)-6-yoa-3-((y'y 
f-;PT5y)y^-;H-3,4-y'b Ko-l(2H)-3f j V-M 
^;^:-;W)-2-(lH->fyK-;k-3-f;W)rnt°;W-l,4- 

40 y'T4:VN"y-i-^;p^-9-5 K 
HL201] 
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N- ( (1R, 2S)-l-( [ (3R)-6-^ nn-3-( <^'y f-^T 5 y )y 
f7W-3,4-y't Fa-l(2H)-df-y y-/W)#;l'*x/W)-2- 
50 (ltt-^f y H -/1-3-f ;W 7n bVH-1. 4-y'T -fef^-y-i- 



1 1 1 

*MM«r-9-S K(79ig) t h V^tVT 5 y(17mg)<7)xb 
7 b H n 7 y y (lil )M~ . <y VW o 'J F (22m 

*)V~~ *B?x^lVx* 7-^=20/1) -CSS! U &Si"fc 

IR(KBr) 2936, 1634, 1489, 1229, 743 or* 
Hfcfl 173 

N-( OR, 2S)-l-(( (3R)-6-? o n-3- [( V* i~)VT 5 7 ) 7 
■?-;l4-3, 4-i>'b K o-l (2H)-df 7 V -M il)Vifi=M-2- 
(1H— f y H-;U-3--f ^)TQ t'/W-4-(7a:^x;l/* 
x;W-l,4-^T-bVW-l-*7k^^-S K 
[ft202] 
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*N-((lR,2S)-l-(((3R)-6-?on-3-((v7 ^1-7*5 7)7 
f-;W-3,4-vb Fo-i(2H)-3f7 'J -yHXr^dfx;H-2- 
(lfM y K— ^WTah-^-l^-^'T-tVty-i- 
#;M«fU-$ K(20»g)fc M;xf-;l/TSy(4ng)c0xf 
7t Kn75y(0.5il)iiC s Ky*£yX)V*-)V7 
o»JK(8«)fc<rcmifc. EJGiKfcOTreMSiaSHf 

HSU:. W«JaH&ft:fe£*-CiftfrU ji*L 

10 £ : »S?xf-/W THIIU «Sft£ft (llig) £^ B B B :R 
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«ffifcfevv ±M ( 1 ) ~ ( 6 ) JBMIfcJ: 

[0158] mum 

iHSTStt&te. * 1/^^.5- ■ ?U~~yy (Molecu 
lar Cloning) . 1 9 8 9^J^KfB»^7Ji£fcfto 

(i)ti - yvb^f-yw-tr^-SBfiiw-'f 

74 (hSSTR4) DNA«?D-^y/ 

&}3K9b h S STR4 D N ACOSSE^I CRohrer£>. T 40 

7 ■ t'fxy-feX • a-IXI- (Proc. Natl. Acad. 
Sci., USA) . 90^. 4196-4200H. 1993*fO 
DNA^-'Jd-?-. S4-lfc<fct/S4-2££j£L 
it, S 4 - 1 C0S?!l(i. 5' — GGCTCGAGTCA 
CCATGAGCGCCCCCTCG-3' (ffi^J* 
^: 1)T'#>>9. S4-2t0fE5iJ{i. 5' — GGGCT 
CGAGCTCCTCAGA AGGTGGTGG — 3 ' 
mm*% : 2) USttTJi, bBfcfeflcD 

NA (?ayfy?t ^^n^#^a6550-l) tfflV»*50 



It 120. 

30*7t. iDNA 0.5 



Omg 

ng£±ffiD N Kit V tt-tZtl 
(Xh7?¥-y(m) 2.5#fi^ffl^T<-K'J^7- 

■mmmm <pcr> fcffo*;. Rje?g3flj£i±. pfu 

D N A* U 7 y — «C*ft3 JS*»fc« o fc . 
^HTti. 94Uim 6 6t:t1^ s 7 5TCT2^- 

-$-h*TAX (#1.2 kb) WDNAfKfr^llWKitHB 
Utfr'-oTiniJRU HincIIf-f VXffiBkVttT? 

xsF P ucii8tiiL aytfyiw^s 

(Escherichia coli) JM1 0 9£)^g£&L 
fc. KDNA8ltfrS:^Or5X$ K^^t4^S1Sg|<* 
£iMi*U ^3tfeS^fflV^g«)lgSE^J)f^aAL 
F DNAy-^y-^- (7r/wv^7 > ttl?) T1?AD 

SS*U>TS7&E?lJ{;t BUlBORohrerA.O^tCfBK 

(2) bh • VvbX^yi/bT^-SSfrr/^ 
7° 4 (hSSTR4) VNAmMTyXZWmm 



(58) 4^2 0 0 3-192 682 

113 114 

cho (+vt --xs\ux?-mik) mmx-mm* 7.5) ixmiL. mam* 200^1*^ 02x10 

??-tlX\t. pAKKO-HUffll*. pAK *mzmm.Ltz. 2 0 0,ul£f- a-yCMl. 5 nM 
KO-l 1 Ur&OXolZlXttmLtz. *#m*5-0 E 125 I ] -V7Wy-14 (2000 Ci/Wl, 

76 385^fg(Clii££r)pTB14 17*^l6iJIS»* TV:xa> Aitgl) 2,ul£§fcfraU 25 °C, 60#H1 

(Hindi I 1 ) }5£lS®mWm (C I a I) !&mz ^^-yg^Lt. ##HW££M<NS 

ioTSRaTn^-^-fcitfpo 1 yA#jD>-^ B) SrSijrr WM?fy-14 (10 

;F£*tfl.4 kbc7)DNA»r>V5-#^. 4fc, pTB3 " H)2u\*mz.t:j-j.-7i>Jy*3.'<.-i>'3yL 

48 (Naruo, K. et al. >M*>r$.*l)V ■ TVY • A fc, *)»fflijgff?8 C 5 0 mM FU-X-JSilL laH ED 

4 Jf7 -f ViVV- r?5j.-^->-HyX (Bi TA, 5 iM JS-ffcv^S^A ( pH7. 5 ) } (1.5 

ochen. Biophys. Res. Cobbuii. ) . 12&&. 256-264JT 10 ml) £i3SmU GF/F*'5X«*{l6«t (What«anft) 

(1985) ) (ci a i ) tsxtmomm < s 3 ( 1 . s-DT-ift^L*. hw& 

all) J: 0>-*h HnSSgSTC^*®^ ( d h C 126 I } Sr-^^^-t^tfc. *K UT. yy 

f r ) 5r^-tf4 . 5 kb<7)DN ABrtt£m:. Clil£<OD FX?^>1§£Stt«ft^«l*. h S STR4 - 1 - 

fcLfcfcs T4U #-■«£«!: 9iS&U pAKKO-1 (4) 7-/F ■ V7hX^fyH:7^-S£]IW 

1 F'SrW^U:. &(C th • SSTR4 4T4 ( r SSTR4 ) DNAcD^O-^yy 

DNABrM-Sr^T-fl. 7*7X5 F' 5//g£i|TOB«iS (X F S STR4 DNAOJg^ffi^J [Bito.H 

hoi) XimtLfz®. l%T^~xyjim^Mm^ J- Biol. Chei. N 269#, 12722-127301:. 1994*10 

trV\ hh- SSTR4Sr3-K-t^,1.2 kbiODNA t3£o'£. DNAt'JiV-, S4-3i5j:tfS4-4 
BMi-£0Kl,fc. -etT. ±£<7>SBK^^-pAKK 20 £&jftLfc. S4-3tf*aU±, 5' — AAGCATG 

O 1 1 1 ( 5. 5 kb) 1 jugfcWRIBSS (Sal I ) AACACGCCTGCAACTC-3' (S?"J#-f- : 

TifrfkU tl - SSTR4 DNABttt-SrjfA^&Jt 3)350. S 4 - 4ff)SM^ 5' — GGTTTTC A 

tbC07 o-~y?'&&$:imLtz. K3£S<??-fSffr GAAAGTAGTGGTCTT— 3 ' (E?!l#^-:4) 

t 1. 2 kbCDDN AWfrt 5: T4DNA >J#— tf£Ji§V"> -CfcS. LTWL Sprague-Dawley5 >y 

"CIS^U RIB?«$r^bir^>">Ai£tT^MJlVll ftDNA^Easy-DNATHKIT (-fyt'hoyy 

0 9£»AU ^10£&fl«D##>£>b b • SSTR4 (Invitrogen) #1?) Srffl^T^L^ttOSrffiffl t 
DNAt9rfr*>*rot-^-fc:»LTJlH^r[6j(C»AStL/v: ti. MDNA 0.5 ngfc_t.iaDNA:t'J:fv-£*ii 
J&ST^XSKpAl-l l-hSSTR4$r#7t„ i f^2 5 P»lfoM, TaKaRa LAPCR 
CDffi'MimftttMm (Escherichia coll) JM1 09 KIT (9i]V (TaKaRa) ttS) fcfflVvt^tM 5— t* 
/ P A-l-ll-hSSTR4t^Lt, 30 i!*EJ&frfT$r->fc. EUS&ftti, 9 5*Ce30»RL 

[0159] (3) • VVhX^f-yU-b^-S 6 5"CT2^r3 0#SS:l^^;PttT. 3 0^^ 

ait9-y:MT4 (hSSTR4) DNACOCHO (d A#D)BLfc. RJE?K£ 1 %T#U-xy;FTm§tt*» 

hf r- ) JHte^OSAt^a Lfcfct*. SWfc-f£-»MX(j&1.2 kb) ODNA 

CHO(dhfr-)» lxioe «B8a5r N i:S 8cn ttft-d^m&Nire ftT V tf:. i[D NAfflj^Jr 7*#n 

iDi^-l^JflWt. 1 0%^^Jj&]fim?t5:-g-^NAF -xy>k&»&1KfcfcUfc2&t->THJKU OR I G I NA 

1 2*&W<T'2 4B5[a^L. ^<^HMc±IBT-#?tt F LTACLON I NGK I T (InvitrogenttS?) tfKv? 

■ SSTR4 DNAM77XSV pA-1-11 9- ( P C RTM2 . 1 (}&&£) )fcggU 3ytTx>- 

-hSSTR4. 1 0/ig^UyR^^^Aig (Cell r--b7k"C'J>l>A^® (Escherichia coli) JM1 09t 

Phect Transfection Kit ; Phar.aciattS) T'SAL ff2®EBIL*:„ ISDN AKJV^tfT^S KfcSTtS 

fc. ^A2 4i^rgti. *g*ai^r i o%^f^^j,Mi}s^ 40 jBSft*t*£ascu m%&mm^tim&miw% 

^tsr^Kya^^-^mm (dmem) izmi ffi^MALF DNAv-^>if- (7r;^y7tt 

f r + mm) *an?ufc. ^ £>t N aHK$n^nii»iK sisw^^^^Tsygsj^jji. MB^Bito.H^ 

coSMa^yvFx^f-yp-fey-^-aew^iigSrOT [0 160] (5) vvh ■ WYXf+yV*??- 

<QrmX-m&Lfc. t h • S STR4^*Mffl)fett SaS-9-y^^7"4 ( r SSTR4 ) DNAComiTy 

zmfcmmmm c 5 o«h f ux-^ i«m edt x$ mmm 

A. 5JlSftV^*^ 0.1% BSA. 0.2«g CHOmMX'(r>%m<7?-tlXi5.. ±fficOpAKK 

/■1 Ayh7yy, 1 o^tg/ii o-f^yf-y, utg/«i o- 1 1 1 £fflv^t„ IMX-^^trtz? ••/ h ■ sstr 

^7X^f y. 20 0 uniWil 77of-y (pH 50 4 DNArSf^^-Sr^XS F* 5//g^*JlfiB* 
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(EcoRI ) "CliWtU T4DNApo 1 yme ra il ^TX^fy, 2 0//g/il n^7fy, IOur/ 

se*mitd£. l%Tti'0-X J f)V9.'mmi'ft^. ml 7tX7t7SK>', pH7. 5] ICjgjgU 10 
7vh ■ SSTR4Srn-K-TI>1.2kb^DNABi^ 0, 0 0 0 X gT'lBSISg'frU:. tt^^fc LTHURS 

in (5. 5kb) ijuigzmmm <c 1 a i ) ran u #&ix. -8o°c-e##u tefflcoiKjgjifacLT 

-ft, T4DNApolynerase N fcitAlkaline Phosphata fQ^fz. 

seSJUIU 7-y h • SSTR4 DNAfBiPrift A^S [01621 S6Sfcfi«l2 

frfcl.2kb<7)DNA»rfrfc5-T4DNA»J#-*'£ffl Tl (SSTR1) DNA^n-_y/ 
WOfr£U Si5?S^S^^>">A&tT^a JM 10 itfJKDh r ■ S STR 1 c DNAcOE^ffiflJ CTn^- 
1 0 9fc#AL. m>mMftcr>$ifrt>7 -y h ■ S STR i/y^ - ■ If ■ 7^37^ - 7*fi- ■ *:/ ■ ^ 
4DNAmfri s 7\3^-?-£ftLXmjim~mAZtl -fXVX • JL-XXX- (Proc. Natl. Acad.Sci., US 
«75XSK P Al-ll-rSSTR4^ A), 89^2 5 1-25 5^ 19 92if) fclo' 
fc. <I«D^@iB&ft£Ali* (Escherichia coli) JM § x DNA:*>;rf-?-S 1 - lfc itf S 1 - 2££&Ll 
109/pA-l-ll-rSSTR4t^Lt. fc„ S 1 - 1 c7)ffi?aj|± N 5 ' — GGTC GAC CTC A 
(6) ?vh ■ V^hX^yU-kT^SdM^-y^ GCTAGGATGTTCCCC AATG — 3' (ffi^J 
>f7*4 (rSSTR4) DNA<7)CHO (dhfr" ) 3# : 5) -C'*>D. S 1 - 2<7)ffi?!ltf. 5'-GGTC 
Wfl&'VcOgAfc&S GACCC GGGCTC AGAGCGTCGTGAT- 
CHO (dhfr- )*B)&lxl06|fl)M: N ES8c« 3' (E^*-^: 6)T3>&. SmbtXit. th^fe 
<Z>i^-ly£fflVvC 1 OXVisMiiJlMffiZiZtsa -M 20 flcDNA (?pyf'y?tt. ^^n/#^CL6 5 50 
EMtgJfi (K^^^^h* ■ : rttl'Z9\'*i>'Vis -1 ) Srffll^Jt. MDNA0. 5 n gtHulS^DNA^ 
T'24l$fg*g*U iOWflatC. ±ETl#/i7 V 'Ji7-Jtta2 5 P mo 1 Ml. PfuDNA* 
- SSTR4DNA5BS7"7X5 Kl pA-1-1 1- U^7-fe' (Xf7^y-y(») 2. 5#fi[^V^T 
r SSTR4. 1 0M&ZV>M%tH<"7J±m (Cell Ph #U^-HrJiM®6£fTo£:. SK?Sffll£{±. iPf 
ect Transfection Kit ; Pharmacia) XmXLtz. WX u D NA#> J ^ 5--b'tmft?il^^«tts!'>^„ R 
24BSfS&. i§lft£l 0%^ffi^)fejfiIfil*i£-&tf« It^Hi, 94°CTl ^ia. 6 3°CT1^. 7 5t:t 
MEM^I ( U tCjf ^ l/^-y K ■ f^^f ^ ? I/* y H 2#0£ 1 *H 7)Vb LX. 3 51M yVUfsOSIU:. 

^ ) tmzmx. x . D— — tmm-z mm %jtmz 1 %r^o-x7 i ^tt^ Lt t s * . e 

(-T&fc^ dhf r+«flfla) SrSJRLt. Sfetc. jM Wfc-t&iM X (#1 . 2kb ) ^DNABrfr*«|tMW 
IRZtitzmm&ftmmilzX-oXit-MMfrhfti- 30 fcnglgSii-Otf;. ^DNA»r*£7#n-X7-VW>>£> 

->^U iix^cofflBSwyvhX^^-yHrr^-g JBffifcfcoTlilJKU H i ndllM hT^L^pUCl 

e«i&3t&£ JbiefeacD^ yr-r y/r-y-t^ ti 0 ise&RU aytf > h-b/i--ej>6xxx u brn i> 

»I£L£. vI<7)J:3^LT, V-?hX^^->-j£^vStt<7) (Escherichia coli ) JM 1 0 9£B l g&&Lt:. f£D 

iSV^BJfttt. rSSTR4-2 0-2 5£3iircL£. NABr/tSr^tfT^XS VZfrf&BmtefrZMfe 

[01 61] (7) y7h^?fyi/-bT^-4m t. ^)tfe^fflv*a«iiSE^M*f^SALF D 

•t?.CHOaj^K^<7)i^ NA^-^y-9"- (7r^V>9*ihlSa§) TifADNA 

t h& b - V-?hx?^yi/-kT?-4miC mKcry&mW&feimLfzb <r^> „ aaHBHa^^SS 

HOifflMfc. hSSTR4-l-2. **WirSST ft&TSylBEHtiL imcO$MI,zWMZtlfzmP\b%. 

R4 -20-25 (1X10»I)^5 »M EDTAJ £fc gCL^. 

»L^Uy^S^aAJe7k (PBS-EDTA) t 40 ( 2 ) t h ■ WhX^f yi/-b7^-S6It7'^'f 

ffjgStfj&frU:. IHfl&^L-y hlcWBJIJ*^*-- 71 (SSTR1 ) DNACD3m7?X$ FcDflffS 

M»/7r- ( 1 0 «M NaHCOa , 5 nM EDT CHO (^W--X^A.X?-||M|U »T'cOyl^ 

A, P H7.5)£10 iljnx, ^'J hny^y'W ^^-tfCti. p AKKO- 1 1 1 SrfflV^c. pAK 

■f-SrfflV^t^-hLfc. 400Xgt'15^ KO- 1 1 H?<Xcr>£ 3ClSfL)t. ^^5-0 7 6 

«^LT#^/c±?f5:$fetCl 0 0, OOOXgt'l 3 8 5^^tie^OpTB 1 4 1 7*^H i n d II 

B^jI'frU Wm-frVtttmiZ'ftt:. ZCDikfflb* 2 ■ Ifeir/C 1 alJiUlfcioTSRaTD^-^-fcJ;^ 

1077^A' 7 7r-[25 iHTris-HCK p o 1 y Afttt^^^Sr-^tr 1 . 4kb<7)DNAirfr 

1 >M EDTA (xf-kyx'TSyHBl!) » 0.1% 2r#^„ P TB348 OU *7$#)U ■ Ty? 

BSA ('>^Jil?*r^7'5y) s 0.25 bM PMS • tW1f7 • • 3Si-y-y g yX 

F (7i-^f/^*^l7;W7^f K) , 1/zg/ 50 (Biochem. Biophys. Res. CoMun. ) , 12 8, 2 56 



1 1 7 

-264H, 1 985%) 1 a IfcitfSall 

<k 0 ^'b H o^SjStcS^ (DHFR) Jtfe-T* 
■&tr4. 5kbcODNAWfrSr^. ZtlbODNAK 
fr£ T 4 jKU X y — e»St J; 9*Sg£ T«5Wfc Lfc 
ft. T4 'J#~ b'tiO^feL. pAKKO-1 1 IT 
KfcMfibfc. ifctfiE ( 1 ) ?%t>tifzt h ■ 
SSTR1 DNAKfrt^rtSr5A5H5Atg*«| 
ERSBRSal ITiftffcLfcft. lJ^TtfP-X^S 
^WSrffVV t h - SSTRl5:3-H-r^l. 2k 
b<7)DNABffr5:|siJKLJt„ ^LT. Husd^a^?? 
-pAKKO-1 11 (5. 5kb) l/ig£Sa 1 I 
Timb L. tl - SSTR1 DN ABrfr ZftAtlfz 

fcl. 2kb<7)DNABr>V$:T4DNAUy/— fe'£ffl^ 

Tte^U ^ft££^/l^Affi(;:TAB8*JMl 

0 9fc*AU JBSl^ft^^th • SSTR1 

3m77X-=YpAl-l 1 ~SSTRl£#>t. Z\(T> 
^HIE^SrXv-x'JhT r?'J JM1 09/pA-I 
-1 1-SSTR1 t^th. 
[0 16 33 (3 ) bh • V?hX?+>U-k7?-£ 
&M-y-7?JTl (SSTR1) DNAC0CHO (dh 

f r- > mm^omAtmi 

CHO (dh f r- ) MMl X 1 0 <> jffl&£. jT&Sc 
mflyt-l/Jffl^t, 1 0%^|]6!ElMf£^tf^A 
F 1 2t£ifiT2 4 l^fS^L . ^Wjfflfl&fcTififE ( 2 ) T 
Hthl ■ SSTR1 cDNAfftlT^XS r-'l P A 
-1-11-SSTR1. 1 OjugSr'jyS^l-^A 
& (Cell Phect Transfection Kit; Pharaacia) T'^A 
Liz. *A2 4«iaft. OXiltf^SWfeJMfll 

■TSaiJfi DHFR+ifffl)ia) *»RLfc. 8 

*tfeT«SLfc. bh-SSTRcDN Af&!gffln&& 
S!£ffl*gft?g C 5 0 mMC0 b ij XJSli. 1 mM<7)E DT 
A. 5mMcO£-fP/?;/*i">A. 0. 1%C0BSA. 
0. 2mg/mlOAyh7yX 10^g/ml»n 
^f^Tf-y. 1/ig/ml^WfX 20 0un 

1 t s/ml«77nf^y (pH7. 5 ) ] 
U H«KR&2 0 0julSfc"3 2X10*ffllCiHEt 
fz. 2 0 0ju 1 Sr^-TK^&U 5nMC 125 n 
-V7hX^f-y-14 (2 000C i/mmo 1 , An 
ershai) 2 At 1 £83)11 U 2 5TX 6 0#f^f ydf jl^ 
-y 3 yLt *fc. IHtWWSS* (NSB) 
•fS^tC. (10-<M) 2//1 

C5 0mMOh»JASK. ImMcOEDTA. 5m 
MC0^LV^^->A (pH7. 5)3 (1. 5ml) 

**»u GF/F^xmm^m (what» n tt) x-h 



(60) &H2 0 0 31 9 2682 
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3. $£>KI§l*f«ft ( 1 • 5ml) TimtiZ. bt&(0 

x. vvhxf^yt&G&m^wim. sstri- 

8-3£giRL;t. 

(4) bh • V^hX^f-ykbT^-ga^y^-f 
72 (SSTR2) DNA^;a--y/ 
&}BObh • SSTR2cDNAtf)ig-SE?iJ tTD>— 

■{xyx • J-IXI- (Proc. Natl. Acad.Sci., US 
10 A) , 8 9^. 2 51-25 5H. 199 2^] 

DNA3j-'J=f-7-PT-lfcJ;t/PT-2Sr^L 
PT~ 10ygffl\±^ 5'-GGTCGACACCA 
TGG AC ATGGC GG ATG AG — 3 ' (ffi?>J# 
^: 7) T'&D. PT-2<7)E*lJfcL 5' -GGTCG 
AC AGTTC AGATACTGGTTTGG — 3' 
(E?J#Sy : 8) X'bh. b hTiftcDNA (?n> 
f-'y^tt. •ittvfttl 1 7 3-1 ) LXm 
^tz. ScDNA 1 ngtffldDNA^Ud - ?-^^ 
tlfil2 5pmo 1 Jnx. TaqDNA*^5-b' 

20 ( %mmm ) 2. s&mm^xxv*^ ~*mmR 

ftZft^tz. RXm&mi. MlBTaqDNA^U^^ 

-Hfti6H-StutiB**ta!ofc. RiSfeftti. 9 4^C 
T'3 0#f3. 5 2"CT'2 0^ta. 7 2V,T'6 0#faSr 1 
iM^pfcLT. SOlM^/WiOSUi. R(S»£1 

^fX (iftl - 1 k b ) WDNAKrJMftSgWfcigllSfl 
TV%fc. MDNABffr^T*'n-x^*^SffitS!-9 
T@JRt.Hinc VX'fflmttzp UC 1 1 8 

C^Unytf^bWfcSxyi'JtT 3 'J 
30 (Escherichia coli ) J M 1 0 9 liZWS&Si Ltz. MD 
N AWin^iSti7yX 5 K*^rt-4JM«ai*i 2fc 
(No. 5i3J:^o.7) JBfcL, ®*fe*^H^^atWS 
W£Mim$m3 7 3ADNAis-ir>y— (T7y4 

f>u JtisXTJjm ) Tif ad n AwywYammz 

VmLtztZZ^ No.5««0Sa 1 I -Bs tP Ifg«7 
7 O^-XpfM-OS^J^tjif^^' l ^J9fW12£*u N 
o.7ft(0BstP I-Sa 1 IfgcDSbO^-XBrmO 
E?dcpt*ISSAn^j9r«li2$^. -e^C. No.5tt« 
BstPI-Sal I mfr&XXftio.mcriB s t P I - 

40 sa i izm^fzmwmfrz. T^-xmrnrnx- 

FZm&ltz. Fc7)#ADNA»r>t<0lgaS 

MswBbfeti*. tmm£w&zivzmnt5& 

iz-^Lfz. 

[0164] (5) bh • WhX^^-y^b7-^-a 
SWlf7'^^7°2 (SSTR2) DNA(?$m77X$ 

CHO (^-+>f^-X>'Ni>.X^-m^ : ) Mf&X'cr&MK 
?9-h LTJJ. BOiE ( 2 ) IBfiOp AKKO- 1 1 1 
50 SrfflV^. BUlS (4) Xm^fltzt h ■ SSTR2cD 



1 1 9 

NAW*£*-t!>T7X$F5, u g£&J|g8**Sa l I 

b ■ SSTR2£3-b*-t.& 1. 1 kbcODNAWfn-Sr 
EPRLfc. *LT. MfE^S^^-pAKKO- 1 1 
1 (5. 5kb) lMglrSal ITM-ftU bb ■ S 
STR2 DNAEBifr5:JfA-tS^i6«0?O--y7'^ 
ffi£fl«Ufc. Umi^ff-mfrk 1 . lkb^DN 
ARfrtT4DNAy/f— IfifflV^TlSA't. K£iS£ 

^-ft^ /bi"? &mzT*$m j m i o 9 izmx l s mm 

mMk<?>t¥frt> t b • SSTR2 D N AmWTU^: 10 
-^-t^LT«*|6j^A$^l63Sr7XS bp A 

c o i *wz. ^cmmm.^*^*- u tr n >j 

(Esherichia coli) JM1 09/pACO 1 tSSt 

72 ( SSTR2 ) DNACOCHO (dhfr") 

CHO (dhf r- ) »1X1 O^mM*. Eg8c 
m<7)v-v-U-S:fflV^T, 1 0%*7i'JI&ieJfllfff£^tf>'NA 
F 1 2*g*teT2 4 ^g*L . icO«t151B ( 5 ) f 20 
#)tth-SSTR2cDNAM7'7XSK pAC 
01, IOjusZ'J yWltV^J^Wi ( Cell Phect Tra 
nsfection Kit; Pharmacia) XMALtz* MA2A$m 

mm i o%s«f'>^j,&iiii}f ^^dmemsi 

DHF R+ MM) ZmlRLtz. S&t. iMiR^il*: 

U b b • SSTR2J SSTR2 
-HS5-9£gtiKU:. 

[0 16 5] (7 ) • WhX^fyi/W-S 30 
aK^^^T3 (SSTR3) DNA(T)'7u-->y 
£ft1<Dbb ■ SSTR3cDNA<7)tgSffi?i| C^b^TJ. 
7— ly^'jyoy- (Mol. Endocrinol.) , 6^, 
21 36-2142H. 1992*] DNA 
jj-'Jrfv-. S3-lfcJ:tXS3-2£T-£j£L*:. S3 
- 1 (T>&Mi. 5'-GGTCGACCTCAACCA 
TGGACATGCTTCATC — 3' (BWS^ : 
9)T'*0. S3-2<7)E?iM. 5'-GGTCGAC 
TTTC C CC AGGCCC CTAC AGGTA — 3 ' 
(E?|J## : 1 0 ) T*>£. «Mt t bifcfeft 40 

DNA (^ayf7?l ^^O^#?CL6 5 5 0- 
1 ) £fflVtfr. g£DNA0. SngtCMlSDNA*'.^ 
"7-S:^iX-ftl2 5pmo IJPX. PfuDNAtf'J.* 
7— fe* (Xh5^y-y(1*)) 2. 5#fi5rffl^T--K'J 
biiMRJESrfTo*:. SJE?Sffl^{±. Pf uDN 

li. 94°CT'l^ 6 3*CTl#fS. 7 5 TTC 2^0 
£11M ?;bfcLT, 3 5-»M7/H*>)jIL*:„ 
£l%T#n-x^bT^»i!>L*:fc,r^ 
SlMX (151. 3kb) (7)DNABrfr*^HWt*1i 50 



(6 1) ¥SH2 0 03 ~1 92682 
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m&cmzmt2titzmwt%ikiz-%.Ltz. 

(8) bb • y7F^^f>kt7?-S&ft^>( 
T3 (SSTR3) DNA(r)5mT?X$.Vcomm 

cHOMMT?>mi'<-'??-t lxh. lute ( 2 ) ie» 

OpAKKO-l 1 12rffl^*;. tulB (7) X"&t>tlfz 
bb-SSTR3 DNABrfrSr-rtSr^XSKSju 
g»i«Sal I TiB-ftU^ i%7*'o-xy 
rt-^Swkl&SrffW bb ■ SSTR3£rj-b'-TSl. 
3kb<7)DNABf^0JRL/;„ *l/C. msttomi^ 
^^-pAKKO - 111 (5- 5kb) ljt/g^Sa 
IK«Uth-SSTR3 DNABrn-2:#At- 

fcl. 3kb<7)DNABr£-fc£T4DNA»J#~ t££ffl 

1 0 9£SAU JEmife&ttO+^b b • SSTR3 
D N ABffr* { To^-^-(^ LT«S-l6](Cjf AZti 
tzgfflT'yZ.^ H P A 1 - 1 1 - S STR 3 ftftfc. <I 
«iiftJXyi U h7 3 "J (Escherichia col 
i) JM1 0 9/pA-l-l l-SSTR3t^-t 

[0 166] (9)th-y?^fyi/W-S 
&Wf~7'?473 (SSTR3) DNACOCHO (dh 

CHO (dhfr ) illXlO^M. jg&Sc 
mCOi^-bJfflWC . 1 0%'>^Jfc£Mt£Mf>'YA 
F 1 21gmT'2 4B£ISiSJIU ZOmMlZmB (.5) X' 
#£bb-SSTR3 DNA?|3&T5.X$ b* pA- 

i-ii-ssTR3, i ous^vym^^^^ 
tmu. #A24BSfg&, tstf^io^itflr^ife 

m^fc^tfDMEMtgJftfcrj&tT. ^gtft-Cnn^- 
*»JW4iNBB ntch-h. DHFR+ WfiSL) 

tz, mmtitzmmim^m^^x^x^.- 
>u±7?-£mmimzm& ( 3 ) n^q yf 

< y^T y-tJ lz£*)M}£Lfz. C\<7)£ol,ZlX. W 
bX^^-y^Sttc7)©V^»tt. SSTR3-15- 
19£§HKU:„ 

( 1 0 ) b b - v-?\-^?&y\/^?-mm*r-79 

JT5 (SSTR5) DNA(07o--y/ 
^tt<7)b b • S STR 5 c D NAOg^SI^J (Biochen. 
Biophys. Res. Comm. , 195^, 844-852 

1 99 3*;i DNA^'Ji?-, S5- 

l^J:^S5-25:^b7t. S5-l^SWi. 5' 
— GGTCGACCACC ATGGAGCCCCTGT 
TCCC-3' (S?"J#^: 1 1) X'h*). S5-2CD 
SMli. 5-CCGTCGACACTCTCACAG 
CTTGCTGG— 3' (ffi?lj#^ : 12)T'J>l).il 

^tLTJi. bb*fe*DNA (?nyf7?t, 
nmCL6550-l) ^fflV*. IJDNAO. 5 



(62) 

1 2 1 

ngtBHBDNA^'J^V-Sr^tim2 5pmo lflD 
X. P f uDNA*^7- tf (^h7?y-y(tt)) 

lfrfHk 7 5XTC2*H*l-9--f^A'i: L/C, 3 5^ 

mifztzz. mt-tt+Hx (*n. ikb)?)D 
NAiffri^nwtaBesiiTv^. fria ( i ) ta»o 

[0167] (lDhh-yvhwyiz-bT^ 

gSfJ-»)-7'>MT5 (SSTR5) DNAcOHST^X 

CHO«»^-i tT«. HUfS ( 2 ) isk 
cOpAKKO-1 1 12rfflV^c. ffigfi ( 10)TftMl 
fct h • SSTR5 DNAUfn-S:^ SV^XS H5 

x/ s * *jisaf*s a 1 1 ■cffl'fcLfcflL i %rm-x 
?)V^smm&ft\^ bh • ssTR5^3-h*-ri> 20 

1. lkb^DNABtfrSrHUKL*:. -£Ut. lufBoH 
S^^-pAKKO-lll (5. 5kb) Ug5: 
Sa 1 ITi&'-fcU ■ SSTR5 DNA»ffr£j$ 

^— BfM-fc 1 - 1 kbcODNABrtf-fc£T4DNA»;# 

IfJMl 0 »«fi«{+Wt'*^b h - S 

STR5 DNAK>V* s Tn^-^-{C^tT)«*-|6jt 
*¥A£*Utf£ET7X$KpAl-l 1-SSTR5* 
Wz. Zcrm'S&WiftZx.i'x.VtT 3'J (Escheric 30 
hia coli) JM 1 0 9/pA-l — 1 1— SSTR5t 

( 1 2 ) h h • v-?hx?i->u-t??-m&m7? 

475 (SSTR5) DNAOCHO (dhf r~ ) ffl 

CHO (dhfr- ) WflaiX106«^, m.&8c 
m^>-r-U^m^X , 1 0%»>^i6lfll?fS:^-tf/NA 
F 1 2*&A!rC'24B#rgi3*U i^ffifcHifiB (11) 
•C^Ttbh ■ SSTR5cDNA5&3Sr5X5K P A* 

[*1] 
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*-l- 1 1-SSTR5, 1 O^gSr'jyg^lo^A 
mZAm &tfD M E M^tfSfciftxT . *«HfC 3 D- 

-^j«-rs«ite DHFR+«»a) zmr 
^^urT^-gae^fig^HifE ( 3 ) > 

Vf-X^fyJS^tt^«tt. SSTR5-3 2 
-4£StRU:. 

[0 168]H»fiH|3 i25I-y?M?f^ 

mmi&xMxwmLtz&mmzm^x. mat 
^nsm#t^&B.m* (%) kh^^t-/ 

so?g?g2x<it. 200 pMcostits^byvhx^^ 

> -14 (»2 5 I _y vf . x ^^.y_ 14 . 7»-7^ 
DMSO 2^1t2 00 pM«0i 2 5 i 

- y -7 h x ? ^-y 2 5 ^ 1 1 zmm LtzBomzmm l 
fz„ ttz. ^mmtm^m^i-^tzibiz^ ioo/zm 

cOyvhX^f->-C0DMSO?§^ 2#lfc2 00 pM<7) 
i 2 5 i-yvhx^f-y-l4co^?R 2 5^/lfc£3s 
jDLfcK^iPP#fcli»U:. 2 5TTC6 

( gf— b ) im^xmmzm&i&L 
tz. *>mt. T-ti*7y?-*m^x?>mLizft-oiz 

i 25 i-y-7bx^f-y-l4c7)i&St?gtt2raSL 

tz. T*&tt*i/t* ^fctt&WMimmm <%> 

(TB-SB) / (TB-NSB) X100 

s b : mMc&miRXJzb%tmatim. 

TB : JbttSg-AltiStt 
NSB :imHtSdtt«Stt 

A 5: 5 0%fmthWbfc&k<r>W8l ( I c 5 o m * 

Hi 1 I7n7b±0iailt. [*1] fc* 



SSTR2 



IC 5 o (nM) 
SSTR3 



SSTR5 



6 
42 
14 1 
1 53 
1 57 



0.2 

0.1 

0.05 

0.1 

0.05 



30 
6 
3 

10 
1 



60 
40 
10 
40 
5 



coy v hx^f-y58»#»^ffl.WfrfflS:^rrsc: 

^50 



* [ o 1 6 9 ] mm* 3y%&mmmj!k 



1 2 3 



z/kz&m.)z&tso.5%xi->i<-t>va~-xmmm at&fa 
ims-m zmnmt. i2Mrt£Myzv> (2u/kg 

!*2| 
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1 24 

* xxy yfc&^-tSrv^o^ >/ v$m*(r>y>vi} 

rfy#& (% of control) j t LT^i6^ 0 
[^2] t^t. 



Z/^J^M (Z of control ) 



6 
4 2 



15.6 
3.0 



[0170] 

JIKo^at4fctt«iiB*ff^Ra=Srif) . MWffitMtt 

fcWBT&S. 
[0 17 1] 

[IE«S7 U -X^rX F ] ffi^J^iSrtJ## : 1 P C R 
EM*B3<l#f - : 2 PC RfflT5 4 LTfWiJ-t 

Sid ^ft^ii*: * 'J =/ 3? ? F 

BMfffl»»t : 3 PC RfflrrM V-fc LTtl^ffl^ 

sid ^n-sn*::* y =or ? f 

SMfiiWHW- : 4 PC RFflT*^ V-fc LTfMW* 



30 



* S i dSft^ft*:* y ? V-Jtf - F 

H*I^E«#t : 5 PC RfflT54 V-fc ttt^ffl-t 
S J 3 i£ft-$;ftf::* y ^Jf 9 vm- F 
&M%S3m^ : 6 PC RfflT 5 4 V- fc LTtfWt 
Sid iSH-£*i*:* 'J ? l^f- F 
E?iJ^E?iJ#^ : 7 PC RmTyJ V- fc LTfttBt 

S i d ^n-^n^^ 'J =f5 ? ^ * F 

Sid ^ftSfut:* y ^3? 9 F 
E^J^S^J*^ : 9 PC RET? 4 V-fc LTfftfft 
S i d L 3 fifc* 'J ^ ? Hfr* F 
B5M5H»^ : 1 0 PC RJBT5K V- 1 LXm 

■rs i dmn-sfut:* y rf7 ^ v*f - f 
unmmm^ ■. 1 1 p c rjht^ 1 lt^ 

S i dSft-Sfirt::* y rfx^V^f- F 
&mmi$m^ : 1 2 P C RfflT7>f V- fc LT^ffl 
f S i d ISgt ^ 'J ^ ^ V sff - F 
[0 172] 

[ffi^lj*] 



SEQUENCE LISTING 

<110> Takeda Chemcal Industries, Ltd. 

<120> Aiine Comnxinds 

<130> B02336 

<150> JP 2001-322897 

<151> 2001-10-19 

<160> 12 

<210> 1 

<211> 28 

<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Oligonucleotide designed to act as pri«er for PCR. 
<400> 1 

ggctcgagtc accatgagcg ccccctcg 28 
<210> 2 
<211> 27 
<212> DNA 
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12 5 

<213> Artificial Sequence 
<220> 

<223> Oligonucleotide designed to act as primer for PCR. 
<400> 2 

gggctcgagc tcctcagaag gtggtgg 27 
<210> 3 
<211> 23 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Oligonucleotide designed to act as primer for PCR. 
<400> 3 

aagcatgaac acgcctgcaa etc 23 
<210> 4 
<211> 23 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> Oligonucleotide designed to act as primer for PCR. 
<400> 4 

ggttttcaga aagtagtggt ctt 23 
<210> 5 
<211> 30 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Oligonucleotide designed to act as primer for PCR. 
<400>5 

ggtcgacctc agctaggatg ttccccaatg 30 
<210> 6 
<211> 28 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Oligonucleotide designed to act as primer for PCR. 
<400> 6 

ggtcgacccg ggctcagagc gtcgtgat 28 
<210> 7 
<211> 28 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Oligonucleotide designed to act as primer for PCR. 
<400> 7 

ggtcgacacc atggacatgg eggatgag 28 
<210> 8 
<211> 26 
<212> DNA 

<213> Artificial Sequence 
<220> 
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<223> Oligonucleotide designed to act as primer for PCR. 
<400> 8 

ggtcgacagt tcagatactg gtttgg 26 
<210> 9 
<211> 30 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Oligonucleotide designed to act as primer for PCR. 
<400> 9 

ggtcgacctc aaccatggac atgcttcatc 30 
<210> 10 
<211> 29 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> Oligonucleotide designed to act as priner for PCR. 
<400> 10 

ggtcgacttt ccccaggccc ctacaggta 29 
<210> 11 
<211> 28 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Oligonucleotide designed to act as primer for PCR. 
<400> 11 

ggtcgaccac catggagccc ctgttccc 28 
<210> 12 
<211> 26 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> Oligonucleotide designed to act as primer for PCR. 
<400> 12 



ccgtcgacac tctcacagct tgctgg 26 



7U> h^-itCOUZ 

(51) Int. CI. ? mm^r FI f-73-p(##) 

A6 1K 31/541 A6 1K 31/541 

31/551 31/551 

38/00 A 6 1 P 1/04 

A 6 1 P 1/04 1/12 

1/12 1/16 

1/16 3/04 

3/04 3/06 

3/06 3/10 

3/10 9/00 

9/00 9/10 



(66) 
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9/10 11/00 

11/00 11/02 

11/02 11/06 

11/06 13/12 

13/12 17/00 

17/00 17/02 

17/02 17/06 

17/06 17/14 

17/14 17/16 

17/16 19/02 

19/02 19/08 

19/08 19/10 

19/10 25/00 

25/00 25/04 

25/04 25/08 

25/08 25/20 

25/20 25/22 

25/22 25/24 

25/24 25/28 

25/28 27/06 

27/06 29/00 1 0 1 

29/00 1 0 1 31/04 

31/04 31/16 

31/16 31/18 

31/18 35/00 

35/00 35/02 

35/02 35/04 

35/04 37/08 

37/08 39/02 

39/02 43/00 111 
43/00 111 C 0 7 D 401/14 

C0 7D 401/14 405/14 
405/14 A6 1K 37/02 
//C12N 15/09 ZNA C12N 15/00 ZNAA 



02mm m 

^W»H^m^fflfflI12S8 -5osy- 

±®tmtm^mnn5Tmmtt> D-73 

~301 
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F^-A{##) 4B024 AA01 


BA63 


CA04 


DA02 


EA04 


GA11 


HA12 








4C063 AAG1 


AA03 


AA05 


BB04 


BB09 


CC14 


CC15 


CC25 


CC29 


CG6 


COT 


DD06 


DD10 


DD12 


DD14 


EE01 










4C084 AA02 


AA07 


BA01 


BAH 


BA23 


CA59 


NA14 


ZA02 


ZA05 


ZA06 


ZA08 


ZA12 


ZA16 


ZA34 


ZA36 


ZA40 


ZA59 


ZA66 


ZA68 


ZA70 


ZA71 


ZA75 


ZA81 


ZA89 


ZA96 


ZA97 


ZB13 


ZB26 


ZB27 


ZB33 


ZB35 


ZC03 


ZG3 


ZG5 


ZC41 


ZC42 


ZC55 








4C086 AA01 


AA02 


AA03 


BC28 


BGO 


BC50 


BC54 


BC73 


BC88 


GA02 


GA07 


GA08 


GA09 


GA10 


GA12 


MA01 


MA04 


NA14 


ZA02 


ZA05 


ZA06 


ZA08 


ZA12 


ZA16 


ZA34 


ZA36 


ZA40 


ZA59 


ZA66 


ZA68 


ZA70 


ZA71 


ZA75 


ZA81 


ZA89 


ZA% 


ZA97 


ZB13 


ZB26 


ZB27 


ZB33 


ZB35 


ZC03 


ZG3 


ZG5 


ZC41 


ZC42 


ZC55 







